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Connecting via Winsock to STN 



Welcome to STN International! Enter x:x 

LOGINID:SSSPTA1600RXA 

PASSWORD: 
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* Welcome to STN International ********** 

Web Page URLs for STN Seminar Schedule - N. America 
"Ask CAS" for self-help around the clock 
EXTEND option available in structure searching 
Polymer links for the POLYLINK command completed in REGISTRY 
New UPM (Update Code Maximum) field for more efficient patent 
SDIs in CAplus 

CAplus super roles and document types searchable in REGISTRY 
Additional enzyme-catalyzed reactions added to CASREACT 
ANTE, AQUALINE, BIOENG, CIVILENG, ENVIROENG, MECHENG, 
and WATER from CSA now available on STN(R) 
BEILSTEIN enhanced with new display and select options, 
resulting in a closer connection to BABS 

BEILSTEIN on STN workshop to be held August 24 in conjunction 
with the 228th ACS National Meeting 

IFIPAT/IFIUDB/IFICDB reloaded with new search and display 

fields 

CAplus and CA patent records enhanced with European and Japan 
Patent Office Classifications 

STN User Update to be held August 22 in conjunction with the 
228th ACS National Meeting 

The Analysis Edition of STN Express with Discover! 
(Version 7.01 for Windows) now available 

Pricing for the Save Answers for SciFinder Wizard within 
STN Express with Discover! will change September 1, 2004 
BIOCOMMERCE: Changes and enhancements to content coverage 
BIOTECHABS/BIOTECHDS: Two new display fields added for legal 
status data from INPADOC 

INPADOC: New family current-awareness alert (SDI) available 
New pricing for the Save Answers for SciFinder Wizard within 
STN Express with Discover! 

New display format, HITSTR, available in WPIDS/WPINDEX/WPIX 
STN Patent Forum to be held October 13, 2004, in Iselin, NJ 

JULY 30 CURRENT WINDOWS VERSION IS V7.01, CURRENT 
MACINTOSH VERSION IS V6.0c(ENG) AND V6.0Jc(JP), 
AND CURRENT DISCOVER FILE IS DATED 11 AUGUST 2004 
STN Operating Hours Plus Help Desk Availability 
General Internet Information 
Welcome Banner and News Items 

Direct Dial and Telecommunication Network Access to STN 
CAS World Wide Web Site (general information) 



Enter NEWS followed by the item number' or name to see news on that 
specific topic. 
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All use of STN is subject to the provisions of the STN Customer 
agreement. Please note that this agreement limits use to scientific 
research. Use for software development or design or implementation 
of commercial gateways or other similar uses is prohibited and may 
result in loss of user privileges and other penalties. 

************* STN Columbus *************** 
FILE 'HOME* ENTERED AT 10:39:24 ON 21 SEP 2004 
=> fil reg 

COST IN U.S. DOLLARS SINCE FILE 

ENTRY 

FULL ESTIMATED COST 0.21 

FILE 'REGISTRY' ENTERED AT 10:39:34 ON 21 SEP 2004 
USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 
PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 
COPYRIGHT (C) 2004 American Chemical Society (ACS) 

Property values tagged with IC are from the ZIC/VINITI data file 
provided by InfoChem. 

STRUCTURE FILE UPDATES: 20 SEP 2004 HIGHEST RN 748739-98-2 
DICTIONARY FILE UPDATES: 20 SEP 2004 HIGHEST RN 748739-98-2 

TSCA INFORMATION NOW CURRENT THROUGH MAY 21, 2004 

Please note that search-term pricing does apply when 
conducting SmartSELECT searches. 

Crossover limits have been increased. See HELP CROSSOVER for details. 

Experimental and calculated property data are now available. For more 
information enter HELP PROP at an arrow prompt in the file or refer 
to the file summary sheet on the web at: 
http: //www. cas . org/ONLINE/DBSS/registryss .html 

=> 

Uploading C:\Program Files\Stnexp\Queries\10684746 . str 



TOTAL 
SESSION 
0.21 



Page 3 09/21/2004 




chain nodes : 

9 10 11 12 13 17 18 19 20 21 22 23 24 25 26 27 32 33 36 37 38 
40 

ring nodes : ' . . . .- 

1 2 3 4 5 6 7 8 14 15 16 28 29 '30 31 34 35 39 41 42 43 44 45 

chain bonds : 

1-27 4-10 5-9 6-32 8-37 10-11 11-12 11-13 14-17 16-18 18-19 19-20 19-26 

20-21 20-25 21-22 22-23 23-24 28-33 31-36 37-38 38-39 38-40 
ring bonds : 

1-2 1-8 1-15 2-3 3-4 3-14 4-5 5-6 6-7 6-28 7-8 7-31 14-16 15-16 28-29 
29-30 30-31 30-34 31-35 34-35 39-41 39-45 41-42 42-43 43-44 44-45 

exact/norm bonds : 

1-2 1-8 1-15 1-27 2-3 3-4 3-14 4-5 4-10 5-6 5-9 6-7 6-28 7-8 7-31 
8-37 10-11 11-12 11-13 14-16 15-16 16-18 18-19 19-26 20-25 21-22 22-23 
23-24 28-29 28-33 29-30 30-31 30-34 31-35 31-36 34-35 37-38 38-40 
exact bonds : 

6-32 14-17 19-20 20-21 38-39 
normalized bonds : 

39-41 39-45 41-42 42-43 43-44 44-45 

Match level : 

l:Atom 2: Atom 3: Atom 4: Atom 5: Atom 6: Atom 7: Atom 8: Atom 9: CLASS 10: CLASS 
11: CLASS 12: CLASS 13: CLASS 14: Atom 15: Atom 16: Atom 17: CLASS 18: CLASS 
19:CLASS 20:CLASS 21:CLASS 22:CLASS 23:CLASS 24:CLASS 25:CLASS 26:CLASS 
27: CLASS 28: Atom 29: Atom 30: Atom 31: Atom 32: CLASS 33: CLASS 34: Atom 35: Atom 
36:CLASS 37:CLASS 38:CLASS 39:Atom 40:CLASS 41:Atom 42:Atom 43:Atom 44:Atom 
45: Atom 
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LI 



STRUCTURE UPLOADED 



=> d 

LI. HAS NO ANSWERS 
LI STR 

* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT 
Structure attributes must be viewed using STN Express query preparation. 



=> s 11 

SAMPLE SEARCH INITIATED 10:39:51 FILE 'REGISTRY' 
SAMPLE SCREEN SEARCH COMPLETED - 8 TO ITERATE 

100.0% PROCESSED 8 ITERATIONS 

SEARCH TIME: 00.00,01 

FULL FILE PROJECTIONS: ONLINE **COMPLETE** 

BATCH **COMPLETE** 
PROJECTED ITERATIONS: 8 TO 329 

PROJECTED ANSWERS: 3 TO 163 



L2 



3 SEA SSS SAM LI 



=> s 11 full 

FULL SEARCH INITIATED 10:39:54 FILE 'REGISTRY' 
FULL SCREEN SEARCH COMPLETED - 180 TO ITERATE 

100,0% PROCESSED 180 ITERATIONS 

SEARCH TIME: 00.00.01 



L3 



44 SEA SSS FUL LI 



=> s 13 and caplus/lc 

39041690 CAPLUS/LC 
L4 44 L3 AND CAPLUS/LC 

=> fil caplus 

COST IN U.S. DOLLARS 

FULL ESTIMATED COST 



3 ANSWERS 



44 ANSWERS 



SINCE FILE 
ENTRY 
159.85 



TOTAL 
SESSION 
160.06 



FILE 'CAPLUS' ENTERED AT 10:40:02 ON 21 SEP 2004 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT, 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2004 AMERICAN CHEMICAL SOCIETY (ACS) 



Copyright of the articles to which records in this database refer is 
held by the publishers listed in the PUBLISHER (PB) field (available 
for records published or updated in Chemical Abstracts after December 
26, 1996), unless otherwise indicated in the original publications. 
The CA Lexicon is the copyrighted intellectual property of the 
American Chemical Society and is provided to assist you in searching 
databases on STN. Any dissemination, distribution, copying, or storing 
of this information, without the prior written consent of CAS, is 
strictly prohibited. 



Page 5 09/21/2004 



FILE COVERS 1907 - 21 Sep 2004 VOL 141 ISS 13 
FILE LAST UPDATED: 20 Sep 2004 (20040920/ED) 

This file contains CAS Registry Numbers for easy and accurate 
substance identification. 



=> s 14 

L5 19 L4 

=> d ibib abs hitstr 1-19 
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L5 ANSWER 1 OP 19 
ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 



CORPORATE SOURCE; 



PUBLISHER: 
DOCUMENT TYPE: 
LANGUAGE: 
OTHER SOURCE (S) 



CAPLUS COPYBIGHr 2004 ACS on STN 
2003:427763 CAPLUS 
139:350856 

Structure- activity relationship study of taxoids for 
their ability to activate murine macrophages aa well 
as inhibit the growth of macrophage-like cello 
Ojima, Iwaof Fumero-Oderda, Cecilia L. ; Kuduk, Scott 
D.7 Ma, zhuping; Kirikae, Fumikoj Kirikae, Teruo 
Department of Chemistry, State University of Mew York 
at Stony Brook, Stony Brook, NY, 11794-3400, USA 
Bioorganic & Medicinal Chemistry (2O03) , 11(13), 
2S67-2S88 

CODEN: BMECEPj ISSN: 0968-0896 
Elsevier Science Ltd. 
Journal 
English 

CASREACT 139:350856 
„, A setiea of new taxoids modified at the C-3', C-3'N, C-10, C-2 and C-7 
positions was designed, synthesized and evaluated for their potency to 
induce NO and TNF production by peritoneal murine macrophages (M*) from 
LPS- responsive C3H/HeN and LPS-hyporesponaive C3H/HeJ strains and human 
blood cells, and for their ability to inhibit the growth of M+-like 
cell lines J774.1 and J7.DEF3, The SAR-study showed that the nature of 
the substituents at these positions are critical for the induction of TNF 

^'^ HO production by M». Positions C-3' and C-10 are the most flesible, and 
an intriguing effect of the length of the substituents at the C-10 
position is observed for taxoids bearing a straight chain alkanoyl moiety. 
An aromatic group at the C-3'N and C-2 positions is required for the 
activity, while only hydroxyl or acetyl substituents seem to be tolerated 
at the C-7 position. The natural stereochem. in the C-13 isoserine side 
chain of the taxoids is an absolute requirement for macrophage activation. 
There is no correlation between the ability of the taxoids to induce 
TNF/NO production in C3H/HeN M* and the cytotoxicity against M+-like 
cells. 

IT 150094-79-7P 

RL: PAC (Pharmacological activity) $ SPN (Synthetic preparation) ; BIOL 

(Biological study) ; PREP (Preparation) 

(preparation of taxoids and their ability to activate murine macrophages 

and 

inhibition of the growth of macrophage-like cells) 
RN 160084-79-7 CAPLUS 

CN Benzenepropanoic acid, p- (benzoylamino) -a-hydroxy-, 

(2aR, 4S, 4aS, 6R,9S, IIS, 12S, 12aR, 12bS) -12b- (acetyloKy) -12- (benzoyloiiy) -6- 
[ [ (dime thylamino) carbonyl] oxy] -2a, 3, 4,4a, 5, 6. 9, 10, 11, 12, 12a, 12b- 
dodecahydro-4, ll-dihydroicy-4a. 8, 13, 13-tetramethyI-5-oxo-7, ll-methano-lH- 
cyclodeca(3,4]ben2tl,2-b]oxet-9-yl eater, {«R,PS)- <9CI) (CA 
INDEX NAME) 

Absolute atereocheniatry. 
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Me2N^ 



T ,0 



rI...-'H 




REFERENCE COUNT: 



40 THERE ARE 40 CITED REFERENCES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 



L5 ANSWER 2 OF 19 
ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 



AUTHOR (S) : 
CORPORATE SOURCE 1 



PUBLISHER: 
DOCUMENT TYPE; 
LANGUAGE: 



CAPLUS COPYRIGHT 2004 ACS on STN 
2002:931582 CAPLUS 
139:46375 

Investigation of structural requirements of anticancer 
activity at the paclitaxel/tubulin binding site using 
CoMFA and CoMSIA 

Islam, Mohd N. ; Song, Yuqing; Iskander, Hagdy N. 
Victorian College of Pharmacy, Department of Medicinal 
Chemistry, Monash University, Parkville, 3052, 
Australia 

Journal of Molecular Graphics & Modelling (2003), 
21(4). 263-272 

CODEK: JMGHFJ; ISSN: 1093-3263 
Elsevier Science Inc. 
Journal 

English 

CoMFA and CoMSIA anal, were utilized in this investigation to define the 
important interacting regions in paclitaxel/tubulin binding site and to 
develop selective paclitaxel-llke active compds. The starting geometry of 
paclitaxel analogs was taken from the crystal structure of docetaxel. A 
total of 28 derivs. of paclitaxel were divided into two groups-a training 
set comprising of 19 compds. and a test set comprising of nine compds. 
They were constructed and geometrically optimized using SYBYL v6.6. CoMFA 
studies provided a good predictability {q2-0.699, r2=0.991, PC-6, 
S.E.E. =0.343 and F°185,910). They showed the steric and electrostatic 
properties as the major interacting forces while the lipophilic property 
contribution was a minor factor for recognition forces of the binding 
site. These results were in agreement with the exptl. data of the binding 
activities of these compds. Five fields in CoMSIA anal, (steric, 
electrostatic, hydrophobic, hydrogen-bond acceptor and donor properties) 
were considered contributors in the ligand-receptor interactions. The 
results obtained from the CoMSIA studies were: q2-0.535, r2=0.983, PC-5, 
S.E.E. =0.452 and F-=-127.984. The data obtained from both CoMFA and CoMSIA 
studies were interpreted with respect to the paclitaxel/tubulin binding 
site. This intuitively suggested where the most significant anchoring 
points for binding affinity are located. This information could be used 
for "the development of new compds. having paclitaxel-like activity with 
new chemical entities to overcome the existing pharmaceutical barriers and 
the economical problem associated with the synthesis of the paclitaxel 
analogs. These will boost the wide use of this useful class of compds., 
i.e. in brain tumors as the most of the present active compds. have poor 
blood-brain barrier crossing ratios and also, various tubulin isotypes has 
shown resistance to taxanea and other antimitotic agents. 
178250-25-4 1B1706-2S-3 iei70«-2T-4 
161706-30-9 5453B9-76-2 

RL; BSU (Biological study, unclassified)? PAC (Pharmacological activity); 
PRP (Properties); THU (Therapeutic use); BIOL (Biological study); USES 
(Uses) 

(structural requirements of anticancer activity at the 
paclitaxel/tubulin binding site using CoMFA and CoMSIA) 
178 250-25-4 CAPLUS 

4-Hexenoic acid, 3- [ [ (1, 1-dimethylethoxy) carbonyl] amino] -2-hydroxy-5- 
methyl-, (2aR,4S, 4aS, 6R, 9S, IIS, 12S, 12aR, 12bS) -12b- (acetyloxy) -12- 
(benzoyloxy) -6- [[ (dime thylamino) ca rbonyl ] oxy] - 

2a, 3, 4, 4a, 5,6,9, 10, 11, 12, 12a, 12b-dodecahydro-4, ll-dihydroxy-4a, 8, 13, 13- 
te t ramethyl-5-OKO- 7 . 1 1 -me thano- IH- cyclodeca £3,4] benz [ 1 , 2-bJ oHet-9-yl 

ester, (2R,3S)- (9CI) {CA INDEX NAME) 
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RN 181706-26-3 CAPLUS 

CN 4-Hexenoic acid, 3- [[ (1, 1-dimethylethoxy) carbonyl] amino] -2-hydroxy-5- 
methyl- , (2aR, 45, 4aS, 6R, 9S, IIS, 12S, 12aR, 12bS) -12b- (acetyloxy) -12- 
( benzoyl oxy) -6- [ [ (diethylamino) carbonyl] oxy] -2a, 3, 4, 4a, 5, 6, 9, 10, 11, 12, 12a, 
12b-dodecahydro-4, ll-dihydroxy-4a, 8, 13, 13-tetramethyl-5-oxo-7, 11-methano- 
lH-cyclodeca[3,4]benz[l,2-b]oxet-9-yl ester, (2R,3S)- (9C1) (CA INDEX 
NAME) 

Absolute atereochenistry. 




RN 181706-27-4 CAPLUS 

CN 4-Hexenoic acid, 3- [[ (1, 1-dimethylethoxy) carbonyl] amino] -2-hydroxy-5- 
methyl-, (2aR,4S, 4aS, 6R,9S, IIS, 12S, 12aR, 12bS) -12b- (acetyloxy) -12- 
(benzoyloxy) -2a, 3, 4,4a, 5, 6,9, 10, 11,12, 12a, 12b-dodecahydro-4, ll-dihydroxy- 
4a, 8, 13, 13-tetramethyl-6-[ I (me thylamino) carbonyl] oxy] -5-oxo-7, 11-methano- 
IH- cyclodeca (3, 4] benz [l,2-b]oset-9-yl ester, (2R,3S)- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 



Absolute stereochemistry. Rotation (-) . 
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UN 181706-30-9 CAPLUS 

CN 4-Hexenoic acid, 3-{ [ (1, l-dimethylethoKy) carbonyll amino] -2-hydroxy-5- 
methyl-, (2aR, 4S, 4aS, 6R, 9S, IIS, 12S, 12aR, 12bS) -12b- (acetyloxy) -12- 
(benzcfyloxy) -2a, 3, 4, 4a, 5, 6, 9, 10, 11, 12, 12a, 12b-dodecahydro-4 , 11-dihydroxy- 
4a, 8. 13, 13-tetramethyl-6-II [ (l-methylethyl) aninoj carbonyl] oxy] -5-OKO-7, 11- 
methano-lH-cyclodflcat3,4]b8nz[l,2-bloxet-9-yl ester, (2R,3S)- (9C1) (CA 
INDEX NAME) 

Absolute stereochemistry. 



i-PrNH ^0 
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BtMH ^0 




REFERENCE CQUNTt 



31 THERE ARE 31 CITED REFERENCES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 



RH 545389-76-2 CAPLUS 

CN Hexanoic acid, 3- [( (1 , 1 -dimethylethoxy) carbonyl] amino] -2-hydroxy-5-m©thyl- 
, (2aR, 43, 4aS, 6R, 9S, IIS, 12S, 12aR, 12bS) -12b- (acetyloxy) -12- (benzoyloxy) -6- 
[ [ (ethyl amino) carbonyl] ony] -2a, 3,4,4a, 5, 6, 9, 10, 11, 12, 12a, 12b-dodBcahydro- 
4, ll-dihydroxy-4a,8,13, 13-tetramethyl-S-oxo-7, ll-«ethano-lH- 
cyclodeca[3,4]benz[l,2-b]oxet-9-yl ester. (2R,3S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

INVENTOR (S): 
PATENT ASSI(»1EE(5): 

SOURCE: 

DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. MOM. COUNT: 
PATENT INFORMATION: 

PATENT NO. 

US 6458976 
US 6100411 
PRIORITY APPLN. INFO.: 

OTHER SOURCE (S) : 



2002:748811 CAPLUS 
137:247836 

Preparation of taxoid antitumor agents 
Ojima, Iwao 

The Research Foundation q£ State University of New 
York, USA 

U.S., 18 pp., Cont.-in-part of U. S. 6,100,411. 

CODEN: USXXAM 

Patent 

English 

5 



KIND DATE 



APPLICATION NO. 



20021001 
20000808 



US 1999-457332 
US 1996-608003 
US 1994-330956 
US 1996-608003 



DATE 



19991209 
19960304 
B2 19941028 
A2 19960304 



MARPAT 137:247836 



* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB TaKOids of formula 1 [Rl = branched or unbranched C3-C5 alkyl or alkenyl, 
CF2H, (S)-2,2-dimethylcyclcvropyl» M - C1-C4 alkyl; R3 - F, Cl, OHe, 
vinyl. He, N3J are prepared as antitumor agents. Thus, II was prepared ai 
had IC50 of 0.9 nM against human breast carcinoma. 

IT n8250-25-4P 

RL: PAC (Pharmacological activity|> RCT (Reactant) ; SPN (Synthetic 
preparation); THU (Therapeutic use) ; BIOL (Biological study); PREP 
(Preparation); BACT (Reactant or reagent); USES (Uses) 
(preparation of taxoid antitumor agents) 

BN 178250-25-4 CAPLUS 

CN 4-Hexenoic acid, 3- [[ (1, l-dimethylethoxy) carbonyl] amino) -2-hydroxy-5- 
methyl-, {2aR, 4S, 4aS, 6R, 95, 115, 12S, 12aR, 12bS) -12b- (acetyloxy) -12- 
(benzoyloxy) -6- [ ( (dime thy land no) carbonyl] oxy] - 

2a, 3, 4 , 4a, 5, 6, 9, 10, 11, 12, 12a, 12b-dodecahydro-4, ll-dihydroxy-4a, 8, 13, 13- 
tetramethyl-5-oxo-7, ll-iiiethano-lH-cyclodBca[3, 4Jbenz [1, 2-b] oxet-9-yl 
ester, (2R,3S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (-). 
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IT 178250-29-8P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation) ; THU 
(Therapeutic use) > BIOL (Biological study); PREP (Preparation) I USES 
(Uses) 

(preparation of taxoid antitumor agents) 
RN 178250-29-8 CAPLUS 

CM Hexanoic acid, 3-[ [ (1, l-dimethylethoxy) carbonyl) amino] -2-hydroxy-5-mathyl- 
, (2aR, 4S, 4aS, 6R, 9S, IIS, 12S, 12aR, 12bS) -12b- (acetyloxy) -12- (benzoyloxy) -6- 
[[ (dimethylaraino) carbonyl] oxy] -2a, 3, 4,4a, 5,6,9, 10, 11, 12, 12a, 12b- 
dodecahyd ro- 4 , 1 1 -dihyd roxy-4 a ,8,13, 1 3- tet rame thyl- S- oxo-7, 11-me thano- IH- 
cyclodBCa[3,4]benz(l,2-b]oxet-9-yl ester, (2R,3S)- (9CI} (CA INDEX NAME) 

Absolute stereochemistry. Rotation (-) . 



Me2N^0 




REFERENCE COUNT: 



25 THERE ARE 25 CITED REFERENCES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE BE FORMAT 



Page 8 09/21/2004 



L5 ANSWER 4 OF 19 CAPLUS COPYRIGHT 2004 ACS on STM 



ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

INVKHTOIl{S) I 
PATENT ASSIGNEE (S) : 
SOURCE: 



DOCIMEHT TYPE: 
LANGUAGE: 

FAMILY ACC. HUH. COUNT: 
PATENT INFORMATION: 



2002:143290 CAPLUS 
136:183969 

Preparation of taKoid anti-tumor agents and 
pharmaceutical coiqsositions thereof 
Ojima, Iwao 
USA 

U.S. Pat. Appl. Publ,, 21 pp., Cont.-in-part of U.S. 

6,100,411. 

CODEN: USWCCO 

Patent 

English 



PATENT NO. 



KIND DATE 



US 2002022651 
US 6500958 
US 6100411 
WO 2002078690 
WO 2002078690 

¥: AE, AG, AL, 
CO, CR, CU, 
GM, HR, HU, 
IS, LT, LU, 
PL, PT, RO, 
OA, UG, UZ, 
Wii GH, GH, KE, 
CY. DE, DK, 
BF, BJ, CF, 
US 2003232878 
PRIORITY APPLN. INFO.: 

OTHER SOURCE (S) : 



A2 

A3 

AM, AT, 

CZ, DE, 

ID, XL, 

LV, MA, 

RU, SD, 

VN, YU, 

LS, Hff, 

ES, FI, 

C6, CI, 

Al 



20020221 
20021231 
20000808 

20021010 

20021121 
AU, A2, BA, 
DK, DM, DZ, 
IN, IS, JP, 
MD, HG, MK, 
SE, 5G, SI, 
ZA, ZM, 2V, 
MZ, SD, SL, 
FR, GB, GR, 
, CM, GA, GN, 

20031218 



APPLICATION NO. 
US 2001-822842 



US 1996- 
WO 2002- 

BB, BG, 
EC, EE, 
KE, KG, 
MN, MW, 
SK, SL. 
AM, A2, 
, SZ, TZ, 
, IE, IT, 
, GQ, GW, 
US 2002- 
US 1994- 
US 1996- 
US 2001- 



608003 

•US9865 

BR, BY, 
ES, FI, 
KP, KR, 
MX, MZ, 
TJ, TM, 
BY, KG, 
UG, ZM, 
LU, MC, 
ML, HR, 
■ 330535 
■330956 
-608003 
-822842 



19960304 
20020402 

BZ, CA, CH, CN, 
GB, GD, GE, SH, 
KZ, LC, LK, LR, 
NO, NZ, m, PH, 
TN, TR, TT, TZ, 
K2, MD, RU, TJ, TM 
ZW, AT, BE, CH, 
NL, PT, SE, TR, 
NE, SN, TD, TG 
20021230 
B2 19941028 
A2 19960304 
A 20010402 



MABPAT 136:183968 



STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

iB Pharmaceutical compna., methoda of administration, and methods of 

treatment of cancer with new generation taxoids, of formulas (I) and (II), 
and derivs. thereof, are described. The compds. have strong antitumor 
activity against drug-resiatant tumors. Thus, II (SB-T-1213) was prepd 
from III and 7-triethylailyl-lO-propanoyl-lO-deacetylbaccatin III (prepns. 
given) . SB-T-1213 was active at 19 «g/kg/adra dosage to B16/TXT 
melanoma-bearing ntice. 

T 178250-25-4P 

RL: ADV (Adverse effect, Including toxicity) » PAC (Pharmacological 
activity) t BCT (Raactant) i SPN (Synthetic preparation) I THU (Therapeutic 
use); BIOL (Biological study); PREP (Preparation); RACT (Reactant or 
reagent); USES (Uses) 

(preparation of taxoid antitumor agents) 
IN 178250-2S-4 CAPLUS 
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CN 4-HeHenoic acid, 3- ( ( (1 , l-dimethylethoKy) carbonyl] amino] -2-hydroKy-5- 

methyl-, (2aR, 4S, 4aS, 6R, 9S, llS, 12S, 12aR, 12bS) -12b- (acetyloxy) -12- 

(ben2oyloxy)-6-(((dimethylaniino)carbonyl]oxy)- 

2a 3 4 4a, 5, 6, 9, 10, 11, 12, 12a, 12b-dodeoahydro-4, ll-dihydroxy-4a. 6, 13, 13- 
tetramethyl-5-oxo-7,ll-methano-lH-cyclodeca[3,4]benz[l,2-b]oxet-9-yl 
ester, (2R,3S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation {-) . 




IT n8250-2fi-BP 

RL: ADV (Adverse effect, including toxicity) ; PAC (Pharmacological 
activity); SPN (Synthetic preparation) ; THU (Therapeutic use) ; BIOL 
(Biological study); PREP (Preparation); USES (Uses) 
(preparation of taxoid antitumor agents) 
RN 178250-29-8 CAPLUS , , ^ ^ „ , 

CM Hexanoic acid, 3- [ ( (1, l-dimethylethoxy) carbonyl] amino] -2-hydroxy-5-methyi- 
, (2aR, 4S, 4aS, 6R, 9S, IIS, 12S, 12aR, 12bS) -12b- (acetyloxy) -12- (benzoyloxy) -6- 
( ( (dimethylamino) carbonyl] oxy] -2a, 3, 4, 4a, 5, 6, 9, 10, 11. 12, 12a, 12b- 
dodecahydro-4, ll-dihydroxy-4a, 8, 13, 13-tetramethyl-5-oxo-7, 1 1 -methane -IH- 
cyclodacal3,41benz[l,2-b]oX6t-9-yl ester, (2R,3S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (-) . 
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AB Taxanes I (Rl » H, OH; B2 - acyloxy; R3 = keto, hydroxy, acyloxyi R4 - 
carbamoyl oxy, XI = (un) substituted alkyl, alkenyl, alkynyl, Ph, 
heterocyclo; X2 = COX, C02X, CONHX; X - hydrocarbyl, substituted 
hydrocarbyl, heterocyclo) vere prepared as anticancer sQents. Thus, 
lO-desacetylbaccatin III was protected as the 7, 10-bis (carbobenzyloxy) 
derivative and treated with the azetidinone II follcrved by 

decarbobenzylation, 

reaction with EtNCO, and desilylation to give the docetaxel III. The in 
vitro cytotoxicity ID50 of III against HCT116 cells was <1 nM. 

IT 181706-2fl-5P 352698-93-2? 35269B-94-3P 
352698-95-4? 3S2098-96-5P 35269e-9'7-«P 
352S9e-9e-7? 352698-99-8P 352699-00-4P 
352S99-01-SP 352699-02-«P 

RL: BAG (Biological activity or effector, except adverse)* BSU (Biological 
Study, unclassified) J SPN {Synthetic preparation) ; THU {Therapeutic use) j 
BIOL {Biological study); PREP (Preparation); USES (Uses) 

{preparation of CIO carbaitioyloxy substituted taxanes as antitumor agents) 
RN 181706-28-5 CAPLUS 

CW 4-HeKenoic acid, 3-[ [ (1, l-di^lethylethol{y)ca^bonyl]arainoJ-2-hyd^olcy-5- 
I!vethyl-, (2aR, 4S, 4aS, 6R, 9S, IIS, 12S, 12aR, 12bS) -12b- (acetyloxy) -12- 
(benzoyloxy) -6- ( { (ethylamino) carbonylj oxy] -2a, 3, 4 , 4a, 5, 6, 9, 10, 11, 12, 12a. 12 
b-dodecabydro-4, ll-dihydroxy-4a, 8, 13, 13-tetramethyl-5-oxo-7, ll-mothano-lH- 
cyclodeca[3,41benz[l, 2-b)oKet-9-yl ester, (211, 3S)- (SCI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (-)» 
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Ph 



RN 352698-93-2 CAPLUS 

CM 2-Pyridinepropanoic acid, p-[t (l,l-dimethylethoxy)carbonyI] amino] - 
«-hydroxy-, (2aR, 4S, 4aS, 6R, 9S, IIS, 12S, 12aR, 12bS) -12b- (aoetyloxy) -12- 
(benzoyloKy) -6- 1 [ (ethylamino) carbonyl] oxyj -2a, 3,4,4a, 5, 6, 9, 10,11, 12, 12a, 12 
b-dodecahydro-4, ll-dihydroKy-4a,fl, 13, 13-tatramethyl-5-oxo-7, 11-methano-lH- 
cyclodeca[3,4]benztlf2-bJoKet-9-yl ester, (aR.pS)- (9CI) (CA 
INDSX NAHE) . 

Absolute stereochemistry. Rotation (-) . 




RN 352698-94-3 CAPLUS 

CN 3-Pyrldinepropanoic acid, p- (( (1, 1-dimethylethoKy) carbonyl) amino] - 

«-hydroxy-, (2aR, 4S, 4aS, 6R, 95, lis, 12S, 12aR, 12hS) -12b- (acetyloxy) -12- 
(benzoyloxy) -6- [ [ (ethylamino) carbonyl] oxy] -2a, 3, 4, 4a, 5, 6, 9, 10, 11, 12, 12a, 12 
b-dodecahydro-4, ll-dihydroxy-4a,8, 13, 13-tetraiiiethyl-5-oxo-7, ll-methano-lH- 
cyclodeca[3,4Jben2[l,2-b]ox©t-9-yl ester, (aR,^S)- (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. Rotation (-) . 
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RN 352698-95-4 CAPLUS 

CN 3-Thiophenepropanoic acid, p- [[ (1, 1-dimethylethoKy) carbonyl] amino] - 
a-hydroxy-, (2aR, 4S, 4a5, 6R, 9S, IIS, 12S, 12aR, 12bS) -12b- (acetyloxy) -12- 
{benzoyloKy) -6- [ [ (ethylamino) carbonyl) oxy) -2a, 3, 4 , 4a, 5, 6, 9, 10, 1 1, 12, 12a, 12 
b-dodecahydro-4, ll-dihydroxy-4a, 8, 13, 13-tetramethyl-5-oxo-7, 11-methano-lH- 
cyclodaca{3,4]benz[l,2-b]oxet-9-yl ester, (aR,pS)- (9CI) (CA 
INDEX NAHE) 

Absolute stereochemistry. Rotation (-) . 




RN 352698-96-5 CAPLUS 

CN L-threo-Pentonic acid, 3, 4, 5-trideoxy-3-[ [ (1, 1- 

dimethylethoKy) carbonyl] amino] -4-methyl-, (2aR, 4S, 4aS, 6R, 9S, lis, 12s, 12aR, 1 
2bS) -12b- (acetyloxy) -12- (benzoyloxy) -6- [ [ (ethylamino) carbonyl] oxy] - 
2a, 3,4,4a, 5, 6, 9, 10, 11. 12, 12a, 12b-dodeeahydro-4 , ll-dihydroxy-4a, 8, 13. 13- 
tetramethyl-5-oxo-7, ll-iiiethano-lH-cyclodeca[3,4]benz[l,2-b] oxet-9-yl ester 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (-) . 



L5 ANSVER S OF 19 CAPLUS COPYRIGHI 2004 ACS on STN (Continued) 




RN 352698-97-6 CAPLUS 

CN 4r.Pyridinepropanoic acid, p- ([ (1, 1-dimethylethoxy) carbonyl] amino] - 

a-hydroxy-, (2aR, 4S, 4aS, 6R, 95, IIS, 12S, 12aR, 12bS) -12b- (acetyloxy) -12- 
(benzoyloxy) -6- f [ (ethylamino) carbonyl) oxy] -2a, 3, 4, 4a, 5, 6, 9, 10, 11, 12, 12a, 12 
b-dodecahydro-4, ll-dihydrojty-4a, 8, 13, 13-tetramethyl-5-oxo-7, 11-methano-lH- 
cyclodecat3,4]benK[l,2-bJoxet-9-yl ester, («R.pS)- (9CI) (CA 
INDEX NAHE) 

Absolute stereochemistry. Rotation (-) . 




RN 352698-98-7 CAPLUS 

CN 2-Furanpropanoic acid, p-[ [ (1, 1-dimethylethoxy) carbonyl] amino] - 

«-hydroxy-, (2aR, 4S, 4aS, 6R, 9S, IIS, 12S, 12aR, 12bS) -12b- (acetyloxy) -12- 
(benzoyloxy) -6- [ t (ethylamino) carbonylj oxy] -2a, 3,4,4a, 5, 6, 9, 10, 1 1, 12, 12a, 12 
b-dodecahydro-4, ll-dihydroxy-4a, 8, 13, 13-tetramethyl-5-oxo-7, 1 1 -methane- IH- 
cyclodeca[3,4]beoz{1.2-b]oxet-9-yl.sster, («R,PR)- (9CI} (CA 
INDEX NAME) 

Absolute stereochemistry. Rotation (-) . 
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t-BuOv^ ^NH 



RN 352698-99-8 CAPLUS 

CN 3-Furanpropanoic acid, p- [[ (1, l-dimethylethoxy) carbonyl) amino] - 

a-hydrojiy-, {2aR, 4S, 4aS, 6R, 9S, IIS, 12S, 12aR, 12bS) -12b- (acetyloKy) -12- 
(benzoyloxy) -6- ( I (ethylamino) carbonyl] oxyl -2a, 3, 4, 4a, 5, 6, 9, 10, 11, 12, 12a, 12 
b-dodecaliydro-4, ll-dihydroxy-4a, 8, 13, 13-tetranethyl-5-OKO-7, ll-nlethano-lH- 
CYClodeca[3,4]benz[l,2-blOKftt-9-yl ester, («B,pS)- (9CI) {CA 
INDEK NAME) 

Absolute atereochemistry. 




RN 352699-01-5 CAPLUS 

CN Cyclobutanepropanoic acid, p- ([ (1, l-dimethylethoxy) carbonyl] amino] - 
«-hydroxy-, (2aR, 4S, 4aS, 6R, 9S, IIS, 12s, 12aR, 12bS) -12b- (acetyloxy) -12- 
(benzayioHy) -6- [ [ (ethylamino) carbonyl] oxy] -2a, 3,4,4a, 5, 6, 9, 10, 11, 12, 12a, 12 
b-dodecahydro-4, H-dihydro)iy-4a,8, 13, 13-tetramethyI-5-oxo-7,ll-raethano-lH- 
cycIodecaC3,4]benz[l,2-b]oxet-9-yl eater, (aR,ps)- (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. Rotation (-). 




RN 352699-00-4 CAPLUS 

CN 2-Thiophenepropanoic acid, p- ( [ (1, 1-diraethylethoxy) carbonyl] amino] - 
ct-hydroxy-, (2aR, 4S, 4aS, 6R, 9S, IIS, 12S, 12aR, 12bS) -12b- (acetyloxy) -12- 
(benzoyloxy) -6- [ ( (ethylamino) carbonyl J oxy] -2a, 3,4, 4a, 5, 6, 9, 10, 11, 12, 12a, 12 
b-dodecahydro-4, ll-dihydroxy-4a, 8,13, 13-tBtraBie thyl-5-oxo-7, 11-methano-lH- 
cyclodeca[3,4]benzIl,2-b]oxet-9-yl ester, («R,P»)- (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. Rotation (-) . 



m 352699-02-6 CAPLUS 

CN Cyclopropanepropanoic acid, p- (( (1, l-dimethylethoxy) carbonyl) amino] - 
a-hydroxy-, (2aR, 4S, 4aS, 6R, 9S, IIS, 12S, 12aR, 12bS) -12b- (acetyloxy) -12- 
(benzoyloxy) -6- 1 [ (ethylamino) carbonyl] oxy] -2a, 3, 4,4a, 5, 6, 9, 10, 11,12, 12a, 12 
b-dodecahydro-4, ll-dihydroxy-4a, 8, 13, 13-tetramethyl-5-oxo-7, ll-methano-lH- 
cyclodeca(3,4Jb6nz[l,2-b]oxet-9-yl ester, («R,pS)- (9CI) (CA 
INDEX NAME) 

Absolute stereochemlatry. Rotation (-) . 
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* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB TaKanes, such as I (R7, RIO - H, acyl, carboxy, carbamoyl, etc.; K3 - 
alkyi, alkenyl, alkynyl, Ph, substituted Ph, heteroaryl; X5 = H, acryl, 
carbOKyl, carboxamide, etc.] with improved solubility, were prepared for 

use as 

antitumor agents. Thus, taxotere analog II was prepared via esterification 
of baccatin III derivative HI (R7 - C0CH2Me, RIO - SiEt3) with p-lactam 
IV followed by a deprotection step using HF. The prepared taxanes were 
tested for cytotoKic activity against HCT116 cells. Pharmaceutical 
formulations of the prepared taxanes were also presented. 
IT 1B1706-Z8-5P 352698-93-2P 3526»8-94-3P 
35269S-95-4P 382698-96-5? 352698-97-67 
35269e-98-7P 35269S-99-8P 352699-00-4P 
3S2S99-01-SP 3S2699-02-6P 352699-04-8P 
352699-05-9P 3S2699-06-0P 352699-07-lP 
352699-08-2P 

RL: BAC (Biological activity or effector, except adverse) > BSU (Biological 
study, unclassified) r SPW (Synthetic preparation) j THU (Therapeutic use) » 
BIOL (Biological study) i PREP (Preparation); USES (Uses) 

(preparation and formulation of taxanes having improved solubility for 
pharmaceutical use as antitumor agents) 
BN 161706-28-5 CAPLUS 

CN 4-Hexenoic acid, 3- [ [ (1, 1-dimethylethoxy) carbonyl] amino) -2-hydroxy-5- 
methyl-, (2aR,4S, 4aS, 6R, 9S, 1 IS, 125, 12aR,12bS) -12b- (acetyloxy) -12- 
(benzoyloxy) -6- [ ( (ethylamino) carbonyl] OKyJ -2a, 3,4,4a, 5, 6, 9, 10, 11, 12, 12a, 12 
b-dodecahydra-4 , ll-dihydroxy-4a, 8, 13, 13-tetramethyl-5-oxo-7, 11-methano-lH- 
cyclodeca[3,4]bena[l,2-b]oxet-9-yl ester, (2R,3S)- (9CI) (CA INDEX HAME) 

Absolute stereochemistry. Rotation (-) . 
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RN 352698-93-2 CAPLUS 

CN 2-Pyridinepropanoic acid, p- [( (1, l-dimethylethoxy) carbonyll amino] - 
a-hydroxy-, (2aB, 4S, 4aS, 6R, 9S, IIS, 12S, 12aR, 12bS) -12b- (acetyloxy) -12- 
(bsnzoyloxy) -6- [ [ (ethylamino) carbonyl] oxy] -2a, 3, 4, 4a, 5, 6, 9, 10, 11, 12, 12a, 12 
b-dodecahydro-4, ll-dihydroxy-4a, 8, 13, 13-tetramethyl-5-oKO-7, ll-nethano-lH- 
cyclodeca[3,41benz[l,2-b]oxet-9-yl ester, («R,pS)- (SCI) (CA 
INDEX NAME) 

Absolute gtereocbenistry. Rotation (-) . 




KM 352698-94-3 CAPLUS 

CN 3-Pyridinepropanoic acid, p-[ [ (1, 1-dimethylethoxy) carbonyl) amino] - 

a-hydroxy-, (2aR,4S,4aS, 6R, 9S, IIS, 12S, 12aR, 12bS) -12b- (acetyloxy) -12- 
(benzoyloxy) -6- [ [ (ethylamino) carbonyl) oxy] -2a, 3, 4, 4a, 5, 6, 9, 10, 11, 12, 12a, 12 
b-dodecahydro-4, ll-dihydroxy-4a, 8, 13, 13-tetramfithyl-5-cxo-7,ll-iftethano-lH- 
cyclodeca[3,4]benz[l,2-b]oKet-9-yl ester, (o(R,ps)- (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. Rotation (-) . 
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RN 352699-95-4 CAPLUS 

CN 3-Thiophenepropanoic acid, p- [ [ (1, 1-dimethylethoxy) carbonyl] amino] - 
o-hydroxy-, (2aR, 4S, 4aS, 6R, 9S, IIS, 12S. 12aR,12bS) -12b- (acetyloxy) -12- 
(benzoyloxy) -6- [ [ (ethylamino) carbonyl] oxy] -2a, 3, 4,4a, 5, 6, 9, 10, 11,12, 12a, 12 
b-dodecahydro-4, ll-dihydroxy-4a, 8, 13, 13-tetramethyl-5-oxo-7, 11-raethano-lH- 
cyclodeca[3,4]benz[l,2-b]oxet-9-yl ester. (aR.pS)- (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. Rotation (-) . 
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RN 352698-97-6 CAPLUS 

CN 4-Pyridinepropanoic acid, p- [[ (1 , l-diraethylethoxy) carbonyl] amino] - 

a-hydroxy-, (2aR, 43, 4aS, 6R, 9S, lis, 12S, 12aR, 12bS) -12b- (acetyloxy) -12- 
(benzoyloxy) -6- [ ( (ethylamino) carbonyl) oKy) -2a, 3, 4, 4a. 5, 6, 9, 10, 11,12, 12a, 12 
b-dodecahydro-4, ll-dihydroxy-4a, 8, 13, 13-tetramethyl-5-oxo-7, 11-methano-lH- 
cyclodeca(3,4]benztl,2-b]oxet-9-yl ester, (otR.pS)- (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. Rotation (-) . 




RN 35269B-96-5 CAPLUS 

CN L-threo-Pentonic acid, 3, 4, 5-trideoKy-3- [ [ (1, 1- 

diraethylethoxy) carbonyl] amino] -4-methyl-, (2aR, 4S, 435, 6R, 9S, IIS, 12S, 12aR, 1 
2bS) -12b- (acetyloxy) -12- (benzoyloxy) -6-[ ( (ethylamino) carbonyl) oxy] - 
2a, 3,4,4a, 5, 6, 9, 10, 11, 12, 12a. 12b-dodecahydro-4, ll-dihydroxy-4a, 8, 13, 13- 
tetramethyl-5-oxo-7, ll-methano-lH-cyclodoca[3,4Jbenz(l, 2-bJoxet-9-yI ester 
(9CI) (CA INDEX NAME) 



RN 352698-98-7 CAPLUS 

CN 2-Furanpropanolc acid, p-[( (1, 1-dimethylethoxy) carbonyl] ami no] - 

«-hydroxy-, (2aR, 4S, 4aS, 6R, 95, IIS, 12S, 12aR, 12bS) -12b- (acetyloxy) -12- 
(henzcyloiry) -6- [ [ (ethylamino) carbonyl] oxy] -2a, 3, 4, 4a, 5, 6, 9, 10, 11, 12, 12a, 12 
b-dodecahydro-4, 11 -dlhydrojty-4a, e, 13, 13-tetramethyl-5-oxo-7, 11-methano-lH- 
cyclodeca(3,4]benz[l,2-b]oxet-9-yl ester, («R,PR)- (9CI) (CA 
INDEX NAHE) 



Absolute stereochanistry. Rotation (-) . 



Absolute stereochemistry. Rotation (-). 
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RN 352698-99-8 CAPLUS 

CN 3-Furanpropanoic acid, (( (1, 1-dimethylethoxy) carbonyl] amino] 

a-hydroxy-, (2aR, 4S, 4aS, 6R, 9S, IIS, 12S, 12aR, 12bS) -12b- (acetyloxy) -12- 
(benzoyloxy) -6- [ [ (ethylamino) carbonyl] oxy] -2a, 3,4,4a, 5,6,9,10,11, 12, 12a, 12 
b-dodecahydro-4, ll-dihydroxy-4a, 8,13, 13-tetramethyl-5-oxo-7, 11-methano-lK- 
cyclodeca[3,4]benz[l,2-b]oxet-9-yl ester, t«R,pS)- (901) (CA 
INDEX NAME) 

Absolute stereochemistry. 




RN 352699-00-4 CAPLUS 

CN 2-Thiophenepropanoic acid, p- [ [ (1, 1-dimethylethoxy) carbonyl] amino] - 
d-hydroxy-, (2aR, 4S, 4aS, 6R, 9S, IIS, 12S, 12aR, 12bS) -12b- (acetyloKy) -12- 
(benzoyloxy)-6-t [ (ethylamino) carbonyl] oicyj -2a, 3, 4,4a, 5, 6,9, 10, 11, 12,12a, 12 
b-dodecahydro-4, ll-dihydroxy-4a, 8, 13, 13-tetrainethyl-5-oxo-7,ll-methano-lH- 
cyclodeca(3,4]benz[l,2-bloKet-9-yl eater, (oiR.PR)- (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. Rotation (-) . 
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RN 352699-01-5 CAPLUS 

CN Cyclobutanepropanoic acid, 0-( ( (1, 1-dimathylethoxy) carbonyl] amino] - 
o-hydroxy-, (2aR, 4S, 4aS, 6R, 95, IIS, 12S, 12aR, 12bS) -12b- (acetyloxy) -12- 
(benzoyloxy) -6- [ { (ethylamino) carbonyl] oxy] -2a, 3, 4, 4a, 5, 6, 9, 10, 11, 12, 12a, 12 
b-dodecahydro-4, ll-dihydroxy-4a, 8, 13, 13-tatramethyl-6-oxo-7, ll-methano-lH- 
cyclodeca[3,4]benz[l,2-b]oKet-9-yl ester, (ciR,pS)- (9CI) (CA 
IND£K NAHG) 

Absolute stereochemistry. Rotation (-) . 




RN 352699-02-6 CAPLUS 

CN Cyclopropanepropanoic acid, p- [( (1, 1-dimethylethoxy) carbonyl] amino] - 
a-hydroxy-, (2aB, 4S, 4aS, 6R, 9S, IIS, 12S, 12aR, 12bS) -12b- (acetyloxy) -12- 
(benzoyloxy) -6- [ t (ethylamino) carbonyl] oxy] -2a, 3, 4, 4a, 5, 6, 9, 10,11,12, 12a, 12 
b-dodecahydro-4, ll-dihydroKy-4a, 8, 13, l3-tetramethyl-S-oxo-7, 11-methano-lH- 
cyclodeca[3,4]benzIl,2-b3oHet-9-yl eater, («R,PS)- (9CI) (CA 
INDEX NAME) 

Abaolute stereochemistry. Rotation (-) . 
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RN 352699-04-8 CAPLUS 

CN Benzenepropanoic acid, p-({ (1, 1-dimethylethoxy) carbonyl] amino] - 

a-hydroxy-, (2aR, 4S, 4aS, 6R, 9S, lis, 12S, 12aR, 12bS) -12b- (acetyloxy) -12- 
(benzoyloxy) -6-[ [ (ethylamino) carbonyl] oxy] -2a, 3, 4, 4a, 5, 6,9, 10, 11, 12, 12a, 12 
b-dodecahydro-4, ll-dihydroxy-4a, 8, 13, 13-tetramethyl-5-oxo-7, 11-methano-lH- 
cyclodeca[3,4]benztl,2-b]oxet-9-yl ester, (oR.ps)- (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 




RN 352699-05-9 CAPLUS 

CN Benzenepropanoic acid, p- [[ (1 , 1-dimethylethoxy) carbonyl] amino] - 
a-hydroxy-4-nitro-, (2aR, 4S, 4aS, 6R, 9S, IIS, 12S, 12aR, 12bS) -12b- 
(acatyloxy) -12- (benzoyloxy) -6-[ ( (ethylamino) carbonyl] oxy] - 
2a, 3, 4, 4a, 5, 6, 9, 10, 11. 12, 12a, 12b-dodecahydro-4, ll-dihydroxy-4a, 8, 13, 13- 
tetramethyl-5-oxo-7, 11-methano-lH-cyclodeca [3, 4] benzll, 2-b] oxet-9-yl 
ester, (otR,pS)- {9CI) (CA INDEX NAHS) 

Absolute stereochemistry. 
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RN 352699-06-0 CAPLUS 

CN 2-Furanpropanoic acid, a-hydroxy-p-l { (2E) -l-oxo-2- 

butenyl] amino] -, (2aR, 4S, 4aS, 6R, 9S, IIS, 12S, 12aR, 12bS) -12b- (acetyloxy) -12- 
(benzoyloxy) -6- [ [ [ (3, 4-dif luorophenyl) amino] carbonyl] oxy] - 
2a,3,4, 4a, 5,6,9, 10, 11, 12, 12a, 12b-dodBcahydro-4, ll-dihydroxy-4a, 8, 13, 13- 
tetramethyl-5-oxo-7, ll-methano-lH-cyclodeca[3, 4] benz [ 1, 2-bl oxet-9-yl 
ester, («R.PR}- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry as shown. 




RN 352699-07-1 CAPLUS 

CN 2-Furanpropanoic acid, «-hydroxy-P-( ( (2E) -l-oxo-2- 

butenyl] amino] -, (2aR, 4S, 4aS, 6R, 9S, IIS, 12S, 12aR, 12bS) -12b- (acetyloxy) -12- 
(benzoyloxy) -2a, 3, 4, 4a, 5,6,9, 10, 11, 12, 12a, 12b-dodecahydro-4 , ll-dihydroxy- 
4a,8, 13,13-tetramethyl-5-oKO-6-( [ (phenylamino) carbonyl] oxy] -7, 11-methano- 
lH-cyclodBca[3,4]benz[l,2-b]oxet-9-yl ester, (aR,PR)- (9CI) 
(CA INDEX NAME) 



Absolute stereochemistry. 
Double bond geometry as shown. 
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PhNH ^0 




RN 352699-08-2 CAPLUS 

CK 2-Furanpropanoic acid, a-hydroxy-p- [ [ {2E) -1-oko-2- 

butenyi] amino] -, (2aR, 4S, 4aS, 6R, 9S, lis, 12S, 12aR, 12bS) -12b- (acetyloxy) -12- 
(benzoyloxy) -6- [ [ (ethylamino) carbonyl) oKy] -2a, 3,4,4a, 5,6, 9, 10, 11, 12, 12a, 12 
b-dod6cahydro-4, ll-dihydroxy-4a,8, 13, 13-tetra^nethyl-5-oxo-7,ll-methano-lH- 
cvclodeca[3,4Jbenzll,2-b)oxet-9-yl eater, («R,PR)- (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry as shown. 
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Claimed are osteogenesis promoters containing taxoids represented by general 
formula (I) in amts. effective for osteogeneais (wherein X and Y are each 
independently hydroKyl or a group convertible into hydroKyl in vivo; Rl is 
alkyl, alkenyl, alkynyl, Ph, naphthyl, furyl, or thienylj R2 is aikyl, Ph, 
naphthyl, furyl, thienyl, alkoxy, or alkylarainoi and R3 is hydrogen, 
alkyl, alkylcarbonyl, benzoyl, naphthoyl, furoyl, thenoyl, alkoxycarbonyl, 
or dialkylcarbampyl) for the treatment of bone fracture and bone loss due 
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to surgical bone removal. Thus, do-N-benzoyl-3'-desphenyl-3' - 
isobutylpaclltaxal (prepn. given) was acylated by di-tert-amyl dicarbonate 
in a mixt. of EtOAc and satd. aq. HaHCOB at room temp, for 5 h to give 
de-N-benzoyl-N-tert-arayloKycarbonyl-3* -desphenyl-3 ' -isobutylpaclitaxel 
(II). II in vitro increased no. of bone nodules formed in rat 
osteoblastic cell from 5.3*5.2 (control) to 25, 64, and'97/well at 0.3, 
1, and 4 ng/mL, resp. 

IT 17e250-29-ep 

RL: BAC (Biological activity or effector, except adverse)! BSU (Biological 
study, unclassified); SPN (Synthetic preparation) ; THU (Therapeutic use) ; 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation of taxoid con^s. as osteogenesis promoters for treatment of 
bone fracture and bone loss due to surgical bone removal) 
RN 178250-29-8 CAPLUS 

CN Hexanoic acid, 3- (( (1, 1-dimethylethoxy) carbonyl) amino] -2-hydroKy-5-raethyl- 
, (2aR,4S, 4aS, 6R,9S, IIS, 12S, 12aR, 12bS) -12b- (acetyloKy) 12- (benzoyloxy) -6- 
[ [ (dimethylamino) carbonyl] oxy] -2a, 3,4,4a, 5, 6, 9, 10, 11, 12, 12a, 12b- 
dodecahydro-4, ll-dihydroxy-4a,8, 13, 13-tetramethyl-5-oxo-7, ll-methana-lH- 
cyclodeca[^,4Ibenz[l,2-b]oxet-9-yl ester, (2R,3S)- (901) (CA INDEX NANS) 

Absolute stereochemistry. Rotation {-) . 
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F3C J o 



AB Taxoids of formula I [Rl • allcyl, alkenyli R2 - alkyli R3, R4 - H, 

protecting groupi RS - H, acyl, alkoxyearbonyl, alkoxycarbamoyli R6 - 
acyl] are prepared as antitumor agents. Thus, II was prepared and inhibited 
tumor growth against human tumor cell line A121 at IC50 - 0.37 dH, and 
MCF7-R at IC50 - 17 nM. 

IT 17e250-25-4l> 

RL: BAC (Biological activity or effector, except adverse) f BSU (Biological 
3tudy, unclassified) ; RCT (Reactant) j SPH (Synthetic preparation) ; THU 
(Therapeutic use) » BIOL (Biological study); PREP (Preparation); RACT 
(Reactant or reagent) r USES (Uses) 

(preparation of taxoid antitumor agents) 
RN 178250-25-4 CAPLUS 

CN 4-HeKenoic acid, 3- ( [ (1, 1-dimethylethoxy) carbonyl] amino] -2-hydroxy-5- 
methyl-, (2aR, 4S, 4aS, 6R, 9S, IIS, 12S, 12aR, 12bS) -12b- (acetyloKy) -12- 
(benzoyloxy) -6- I ( (dimethylamino) carbonyl] oxy] - 

2a, 3, 4, 4a, S, 6,9, 10,11, 12, 12a, 12b-dodecahydro-4, ll-dihydroxy-4a, 8, 13, 13- 
tetramethyl-5-OKO-7, ll-methano-lH-cyclodecaI3,4)benz[l, 2-b] oxet-9-yl 

ester, {2R,3S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (-) . 




IT 178250-2&-8P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation) ; THU (Therapeutic Use) ; 
BIOL (Biological study); PREP (Preparation); USES (Uses) 
(preparation of taxoid antitumor agents) 
RN 178250-29-8 CAPLUS 

CN Hexanoic acid, 3- ( ( (1, 1-dimethylethoxy) carbonyl] amino] -2-hydroxy-5-methyl- 
, (2aR, 4S; 4aS, 6R, 9S, IIS, 12S, 12aR, 12bS) -12b- (acetyloxy) -12- (benzoylOKy) -6- 
[ [ (dimethylamino) carbonyl] oxy] -2a, 3,4,4a, 5, 6, 9, 10,11, 12, 12a, 12b- 
dodecahydro-4, 11 -di hydroxy- 4a, 8, 13, 13-tetramethyl-5-oxo-7, ll-methano-lH- 
cyclodeca(3,4]benz[l,2-b]oKet-9-yl ester, {2R,3S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (-) . 
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TITLE: Structural significance of the acyl group at the C-10 

position and the A ring of the taKane core of 
paclitaxel for inducing nitric oxide and tumor 
necrosis factor production by murine macrophages 
Kirikae, T.; Ojima, I.; Fuero-Oderda, C,t Lin, S.; 
Kirikae, V.t Hashimoto, H.; Nakano, H. 
Dep. Infectious Di 3. Tropical Med. , Res. Inst., 
International Med. Cent, of Japan, Tokyo, Japan 
FEES Letters (2000), 478(3), 221-226 
CODEN: FEBLAL; ISSN: 0014-5793 
Elsevier Science B.V. 
Journal 
English 

AB The antitumor agent, paclitaxel (Taxolft) , mimics the actions of 
lipopolysaccharide (LPS) on murine macrophages (H+) . Various 
synthetic analogs of paclitaxel were examined for their potencies to induce 
nitric oxide (NO) and tumor necrosis factor (TNF) production by murine 
peritoneal M*, and by human peripheral blood cells. The benzoyl group 
at C-2, the hydroxy group at C-7 and the acetyl group at C-10 were found 
to be critically important sites to activate murine M^. 
Nor-seco-taxoid analogs lacking the A ring of the taxane core of 
paclitaxel were inactive, but inhibit paclitaxel- or LPS-induced NO 

production 

All the conpds. tested did not Induce TNF production by human blood cells. 
IT 160084-79-7 

RL: BAC (Biological activity or effector, except adverse) ; BSU (Biological 
study, unclassified); THU (Therapeutic use) ; BIOL (Biological study); USES 
(Uses) 

(structure activity relationship of paclitaxel analog for inducing 
nitric oxide and tumor necrosis factor production by murine macrophages) 
RN 160084-79-7 CAPLUS 

CN Benzenepropanoic acid, p- (benzoylamino) -a-hydroxy-, 

(2aR, 4S, 4aS, 6R, 9S, IIS, 12S, 12aR, 12bS) -12b- (acetyloxy) -12- (benzoyloxy) -6- ' 
[ [ (dimethylamino) carbonyl] oxy] -2a, 3, 4, 4a, 5, 6, 9, 10, 11, 12, 12a, 12b- ' 
dodecahydro-4,ll-dihydroKy-4a,8,13,13-tetramethyl-5-QXQ-7, ll-methano-lH- 
cyclodecat3,4]benz(l,2-b]oxet-9-yl ester, (aR,pS)- (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 
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t-BuO>^ ^NH 0 



REFERENCE COUNT: 



47 THERE ARE 47 CITED REFERENCES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 



AB A series of new taxoids bearing a difluoromethyl group at the C~3' 

position and modifications at the C-10 and C-14 poaitiona was synthesized 
and\their biol. activities studied. The in vitro cytotoxicity assay 
results indicated that these newly developed taxoids exhibited comparable 
to several times better activity against drug-sensitive cell line LCC6-WT, 
and 40-70 times better activity against the corresponding drug-resistant 
cancer cell line I.CC6-MDR as compared to that of paclitaxel. Apoptosis 
anal, revealed the exceptional activity of SB-T 12843 (I) in inducing 
apoptosis in both MDR-bearing and HDR-neg. cancer cells. 

IT 2456Se-06-4P, SB-T 12841 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
Study, unclassified); SPN (Synthetic preparation); BIOL (Biological 
study); PREP (Preparation) 

(preparation and biol. activity of C-3' -difluoromethyl taxoid darivs.) 

RN 245658-06-4 CAPLUS 

CN Eutanoic acid, 3- [ [ (1, l-dimethylethoxy) carbonyl] amino] -4 , 4-dif luoro-2- 
hydroxy-, (2aR, 4S, 4aS, 6R, 9S, IIS, 12S, 12aR, 12bS) -12b- (acetyloxy) -12- 
(benzcfyloxy) -6- [ [ (dimethylamino) carbonyl] oxy] - 

2a, 3, 4, 4a, 5, 6, 9, 10, 11, 12, 12a, 12b-dodecahydro-4 , ll-dihydroKy-4a, 8 , 13, 13- 
tetramethyl-5-oxo-7, ll-]iiethano-lH-cyclodeca[3, 4] benz [1, 2-b] oxet-9-yl 
ester, (2R,3R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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CAPLUS COPYRIGHT 2004 ACS on STN 
1999:405828 CAPLUS 
131:272031 

Enantlopure fluorine-containing taxoids: potent 
anticancer agents and versatile probes for biomedical 
problems 

Ojima, Iwao; Inoue, Tadashi; Chakravarty, Subrata 
Department of Chemistry, State University of New York 
at Stony Brook, Stony Brook, NY, 11794-3400, USA 
Journal of Fluorine Chemistry (1999), 97(1-2), 3-10 
CODEN: JFLCAR; ISSN: 0022-1139 
Elsevier Science S.A. 
Journal 
English 

Fluorine-containing paclitaxel and docetaxel analogs are reported that are 
obtained through the coupling of enantiopure (3R, 4S) -1-acyl-p- lactams 
with various baccatins. Some taxoids bearing the trif luoromethyl or 
difluoromethyl groups at the C-3' position possessed three orders of 
magnitude greater potency than either paclitaxel or doxorubicin against 
both sensitive and drug -resistant human breast cancer cell lines. The 
incorporation of fluorine in taxoids as a probe has been successfully 
exploited for the study of their metabolism and structure. 
Fluorine -containing 

taxoids are shown to block the metabolic pathways associated with the 
cytochrome P 450 class of enzymes. Structural studies using 19F and IH 
NHR techniques on fluorine-containing taxoids in combination with mol. 
modeling have provided new insights into the biol. relevant conformations 
of taxoids in solution as well as in the microtubule -bound state. 
IT 18«ei9-43-2r 245«Se-0«-4P 

RL: ADV (Adverse effect, including toxicity); BAC (Biological activity or 
effector, except adverse) ; BSU (Biological study, unclassified) ; SPN 
(Synthetic preparation) I BIOL (Biological study); PREP (Preparation) 

(synthesis and cytotoxicity of enantiopure fluorine-containing taxoids) 
RN 186819-43-2 CAPLUS 

CN Butanoic acid, 3-( ( (1, 1-dimethylethoxy) carbonyljamino] -4, 4, 4-trif luoro-2- 
hydroxy-, (2aR, 4S, 4aS, 6R, 9S, IIS, 12S, 12aR, 12bS) -12b- (acetyloxy) -12- 
(benzoyloxy) -6- [ [ (dimethylamino) carbonyl] oxy) - 

2a, 3, 4, 4a, 5, 6, 9, 10,11,12, 12a, 12b-dodecahydro-4, ll-dihydroxy-4a, 8, 13, 13- 
tetra[nethyl-5-oxo-7, ll-raethano-lH-cyclodeca(3, 4] benz t 1, 2-b] oxet-9-yl 
ester, (2R,3R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (-) . 
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CN Butanoic acid, 3- [ [ (1, 1-dimethylethoxy) carbonyl] amlnoj -4, 4-difluo^o-2- 
hydroxy-, {2aR,4S,4aS,6R,9S, lis, 125, 12aR,12bS) -12b- (acetyloxy) -12- 
(benzoyloxy) -6- [ [ (dimethylamino) carbonyl) oxy] - 

2a, 3, 4, 4a, 5, 6, 9, 10, 11, 12, 12a, 12b-dodecahydro-4, ll-dihydroxy-4a, 8, 13, 13- 
tetramethyl-5-oxo-7, ll-methano-lH-cyclodecat3,4JbenBll,2-b]oxet-9-yl 
ester, (2R,3R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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racemic 4 -CF3-p- lactams with baccatins) 
RN 186819-43-2 CAPLUS ^ 

CN Butanoic acid, 3- ( [ (1, l-dimethylethoxy) carbonyl) aminoj -4, 4, 4-trifluoro-2- 
hydroxy-, (2aR, 45, 4aS, 6R, 9S, llS, 12S, 12aR, 12bS) -12b- (acetylovy) -12- 
(benzoyloxy) -6-( ( (dimethylamino) carbonyl] oxy] - 

2a, 3,4,4a, 5, 6, 9, 10, 11, 12, 12a, 12b-dodecahydro-4, ll-dihydroxy-4a, 8, 13, 13- 
tetramethyl-5-oxo-7, ll-inethano-lH-cyclodeca[3, 4]bsnz [1, 2-b] oxet-9-yl 
ester, (2R,3R)- (9CI) (CA INDEJCNAME) 

Absolute stereochemistry. Rotation (-) . 
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REFERENCE COUNT: 
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AB The coupling of racemic 4-CF3-p-lactam (I) with various C-10 modified 
baccatins has resulted in CF3-taxoid3 (II) (R •» H, Ac, Me2NC0, 
cycloprcpanecarbonyl, Me02C, 4-morpholinecarbonyl, EtCO, BuCO, Me3CCH2CO) 
with diastereoselectivities ranging from 9:1 to one single isomer. The 
observed high diastereoselectivity is ascribed to the highly efficient 
enantioraer-differentiation by the enantiopure lithium alkoKide of a 
baccatin III in the coupling reaction with a racemic 1-tBoc-p- lac tarn. 
These novel CF3-taKoids have also been shown to exhibit significant 
increases in activity against various cancer cell lines compared. to either 
paclitaxel or docetaxel. In addition, the first asyin. synthesis of a 
CF3-p-lactam via chiral ester enolate-imine cyclocondensation was 
performed with 501 enantioselectivity, 

IT 186ei9-43-2P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) I SPN (Synthetic preparation); BIOL (Biological 
study); PREP (Preparation) 

(synthesis of 3 ' -trif luoromethyl taxoids through kinetic resolution of 
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TITLE: Preparation of taxoids as antitumor agents 

INVENTOR(S): Ojima, Iwao 

PATENT ASSI»IEE(S): Research Foundation of State University of Hew York, 

USA 

SOURCE: PCT Int. Appl., 40 pp.- 

CODEN: PIXXD2 
DOCUMENT TYPE: Patent 
LANGUAGE: English 
FAMILY ACC. NUM. COUNT: 5 
PATENT INFORMATION: 



PATENT NO. 






KINO 


DATE 




APPLICATION NO. 
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WO 9732578 






Al 




19970912 




WO 1997-US2971 




19970304 


W: AL, 


AM, 


AT, 


AU, 


AZ, 


BA, BB, 


BG 


BR, BY, CA, CH, 


CN 


CU, CZ, DE, 


DK, 


EE, 


ES, 


FI, 


GB, 


GE, GH, 


HU 


IL, IS, JP, XE, 


KG 


KP, KR, KZ, 


LC, 


LK, 


LR, 


LS, 


LT, 


LU, LV, 


MD 


MG, MK, m, m, 


MX 


NO, N2, PL, 


PT, 


RO, 


RU, 


SO, 


SE, 


SG, SI, 


SK 


TJ, TM, TR, TT, 


UA 


UG, UZ, VN, 


YU, 


AM, 


AZ, 


BY, 


KG, 


KZ, MD, 


RU, 


TJ, TH 






Rtf: GH, 


KE, 


ts. 


m, 


SD, 


SZ, UG, 


AT, 


BE, CH, DE, DK, 


ES 


FI, FR, GB, 


GR, 


IE, 


IT, 


LU, 


MC, 


NL, PT, 


SE, 


BF, BJ, CF, CG, 


CI 


CM, GA, GN, 


ML, 


MR, 


NE, 


SN. 


TO, 


TG 










US 6100411 
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19960304 
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19970922 




AU 1997-21374 




19970304 
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US 1996-608003 
US 1994-3309S6 
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A 19960304 
32 19941028 
W 19970304 
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IT 17S250-2S-8P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation) ; THU (Therapeutic use) ; 
BIOL (Biological study); PREP (Preparation); USES (Uses) 
(preparation of taxoid derivs. as antitumor agents) 
RM 178250-29-8 CAPLUS 

CH Hexanoic acid, 3- [[ (1, l-dimethylsthoxy) carbonyl] amino) -2-hydro>ry-5-methyl- 
, (2aR,4S, 4aS, 6R, 9S, llS, 12S, 12aR, 12bS) -12b- (acetyloxy) -12- (benzoyloxy) -6- 
[ [ (dimethylamino) carbonyl] oxy] -2a, 3,4, 4a, S, 6, 9, 10, 11, 12, 12a, 12b- 
dodecahydro~4, ll-dihydroxy-4a, 8 , 13, 13-tetramethyl-5-oxo-7, 11-methano-lH- 
cyclodeca{3,4]benz[l,2-b]oxet-9-yl ester, (2R,3S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (-) . 



* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB Taxoid compds. of formula I [Rl •• alkyl, alkenyl, trif luoromethyl; R2 = 
alkyl; R3, R4 - H, protecting group; R5 •■ H, acyl, alkoxycarbonyl, 
carbamoyl; R6 = acyl) are prepared as antitumor agents. Thus, II was 

prepared 

via addition of 7-triethyl3ilylbaccatin III and III (preparation given), 

followed 

by deprotection. II showed IC50 of 0.90nH against ovarian cancer. 
IT l7e250-25-4P 

RL: BAC (Biological activity or effector, except adverse) ; BSU (Biological 
study, unclassified); RCT (Reactant) ; SPN (Synthetic preparation) ; THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); RACT 
(Reactant or reagent) ; USES (Uses) 

(preparation of taxoid derivs. as antitumor agents) 
RN 1782S0-25-4 CAPLUS 

CN 4-Hexenoic acid, 3-[ [ (1, 1 -dime thylethoxy) carbonyl] amino] -2-hydroxy-5- 
inethyl-, {2aR, 4S, 4aS, 6R, 9s, 1 IS, 12S, 12aR, 12bs) -12b- (acetyloxy) -12- 
(benzoyloxy) -6- [ ( (dimethylamino) carbonyl J oxy] - 

2a,3, 4, 4a, 5, 6, 9, 10,11,12, 12a, 12b-dodecahydro-4, ll-dihydroxy-4a, 8, 13, 13- 
tetramethyl-5-oxo-7, ll-methano-lH-cyclodeca[3,4]benz[l,2-b] OKet-9-yl 
ester, (2R,3S)- (9CI) (CA INDEX NAME) 



'Y 

I Jp OH 




t-BuO^ -.HH 0 



Absolute stereochemistry. Rotation (-) . 
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CAPLUS COPYRIGKT 2004 ACS on STH 
1997:123303 CAPLUS 
. 126:157660 
Synthesis and biological activity of novel 
3' -triflvjoromethyl taxoids 

Ojima, Iwao; Slater, John C. i Pera, faulat Veith, Jean 
M.I Abouabdellah, Ahmed) Begue, Jean-Pierrei Bernacki, 
Ralph J. 

Department of Chemistry, State University of New York 
at Stony Brook, Stony Brook, NY, 11794-3400, USA 
Bioorganic & Medicinal Cheraiatry Letters (1997), 7{2), 

133-138 

COOEN: BMCLE8; ISSN: 0960-894X 
Elsevier 
Journal 
English 

AB Second generation taxoids possessing a trif luoromethyl moiety in place of 
the 3'-Ph group are synthesized by means of the p-Lactam Synthon 
Method. The in vitro cytotoxicities of these new taxoids are evaluated 
against several different human cancer cell lines and found to exhibit 
greatly enhanced activities as compared to those of paclitaxel and 
docetaxel. The activity enhancement is most remarkable against a 
drug-reaistant breast cancer cell line, KCF7-R, expressing MDR phenotype. 

IT ia6ei9-43-2P 

RL: BAG (Biological activity or effector, except adverse)) BSU (Biological 
study, unclassified); SPN (Synthetic preparation) ; BIOL (Biological 
study) f PREP (Preparation) 

(synthesis and biol. activity of novel 3 ' -trif luoromethyl taxoids) 
RN 186919-43-2 CAPLUS 

CN Butanoic acid, 3-t [ (1, 1-diraethylethoxy) carbonyl] amino] -4, 4, 4-trif luoro-2- 
hydroxy-, (2aR, 4S, 4aS, 6R, 9S, US, 12S, 12aR, 12bS) -12b- (acetyloxy) -12- 
(benzoyloxy) -6- { ( (dimethylamino) carbonyl] oxyj - 

2a, 3, 4, 4a, 5, 6, 9, 10, 11, 12, 12a, 12b-dodecahydro-4, ll-dihydroKy-4a, 8, 13, 13- 
tetramethyl-5-oxo-7, ll-methano-lH-cyclodeca[3, 4]benz[l, 2-b] oxet-9-yl 
ester, {2R, 3R) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (-) . 
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1997:20747 CAPLUS 
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Preparation of baccatin III derivatives as antitumors 

Terasawa, Hirofumi; Soga, Tsunehikoi Uoto, Koichi 
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KIND DATE 

A2 19961001 
HAHPAT 126:60178 



APPLICATION NO. 



JP 1995-58508 
JP 1995-58508 



19950317 
19950317 



STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

lB The title compds. [It »1 - (un) subs tl tu ted alkyl, etc.t R2 - H, 

(un) substituted alkyl, etc.) R3 - H, OH, -C0-R9, etc.; R9 - alkyl, 
alkenyl, alkynyl, cycloalkyl, aryl, heterocyclyl, eto R4 - H, OH, halo, 
alkylj R5 = H, halo, alkyl; R6 = alkyl, alkenyl, alkynyl, cycloalkyl, 
aryl, heterocyclyl, etc.; B7 =■ alkyl, aryl, alkoxy; R8 = H, OH] and their 
pharmaceutically acceptable salts, useful as antitumors, are prepared Thus, 
II was prepared- in 5 steps from lO-deacetyl-?, lO-bis-O- 
(triethylsilyl) baccatin III via oxidation, alkylation with Mel, reduction, 
reaction with (2S,3S) -N- (tert-butoxycarbonyl) -N,0-i3Opropylidene-3- 
phenylisoserine, and desilylation. In an in vitro study, II had a GI50 
0.260 ng/mL against mouse leukemia cells P388. 

T 184645-48-5P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) I SPN {Synthetic preparation) ; THU (Therapeutic use) / 
BIOL (Biological study); PBEP (Preparation); USES (Uses) 
(preparation of baccatin III derivs. as antitumors) 
H 184645-48-5 CAPLUS 

N 2-Furanpropanoic acid, ^- [[ (1, 1 -dime thylethoxy) carbonyl) amino] - 
«-hydraxy-, 12- (benzoyloxy) -2a, 3, 4,4a, 5, 6, 9, 10, 11, 12, 12a, 12b- 
dodecahydro-4, ll-dihydroxy-4a, 8, 13, 13-tetramethyl-5-oxo-12b- (l-oxopropoxy) - 
6- [ ( [ (2-pyridinylmethyl) amino] carbonyl] oxy] -7, 11-methano-lH- 
cyclodeca[3, 4]benz(l,2-b]oxot-9-yl eater, [2aR- 
(2aa, 4P, 4ap, 6p, 9a (oR* , pR* ) , 11« 
, 12o(, 12a«, 12ba] 1 - (9CI) (CA INDEX NAME) 




Absolute stereochemistry. 
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DOCUMENT NUMBER: 125:237582 

TITLE: Syntheses and Structure-Activity Relationships of the 

Sacond-Generation Antitumor Taxoids: Exceptional 
Activity against Drug -Resistant Cancer Cells 
AUTHOR(S): Ojima, Iwao; Slater, JohnC.f Hichaud, Evelyner Kuduk, 

Scott D.r Bounaud, Pierre-Yves; Vricfnaud, Fatricisy 
Bissery, Marie-Christinef Veith, Jean M.; Pera, Paula; 
Bernacki, Ralph J. 

Department of Chemistry, State University of Nev York, 
Stony Brook, NY, 11794-3400, VSA 
Journal of Medicinal Chemistry (1996), 39(20), 

3889-3896" 

CODEN: JMCMAR; ISSN: 0022-2623 
American Chemical Society 
Journal 
English 

(2-mathyl-l-propenyl) and 3' - {2-m6thylpropyl) tasoids 
with modifications at C-10 was synthesized by means of the p-lactam 
synthon method using 10-modified 7- (triethylsilyl) -10-deacetylbaccatin III 
derivs. The new taxoida thus synthesized show excellent cytotoxicity 
against human ovarian (A121) , non-small-cell lung {A549) , colon {HT-29) , 
and breast (MCF-7} cancer cell lines. All but one of these new taKoids 
possess better activity than paclitaxel and docetaxel in the same assay, 
i.e., the IC50 values of almost all the taxoids are in the subnanomolar 
level. It is found that a variety of modifications at C-10 is tolerated 
for the activity against normal cancer cell lines, but the activity 
against a drug -resistant human breast cancer cell line expressing HDR 
phenotype (MCF7-R) is highly dependent on the structure of the C-10 
modifier. A number of the new taxoids exhibit remarkable activity (IC50 = 
2.1-9.1 nM) against MCF7-R. Among these, three new taitoids, SB-T-1213, 
SB-T-1214, and SB-T-1102, are found to be exceptionally potent, possessing 
2 orders of magnitude better activity. than paclitaxel and docetaxel. The 
observed exceptional activity of these taxoids may veil be ascribed to an 
effective inhibition of P-glycoprotein binding by the modified C-10 
moieties. The new taxoid SB-T-1213 (4a) shows an excellent activity (T/C 
- 01 at 12.4 and 7.7 mg/kg/dose, loglO cell kill - 2.3 and 2.0, resp.) 
against 616 melanoma in B6D2F1 mice via i.v. administration. 
IT 178250-25-4P 178250-29-8P 18170S-26-3P 
181706-27-4P 181706-2e-5P iei706-29-6P 
1B1706-30-9P Ifll706-31-0P iS1706-a2-lP 
181706-34-3P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation) ; THU (Therapeutic use) ; 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation and antitumor activity of C-10 modified taxoids) 

RN 178250-25-4 CAPLUS 

CN 4-Hexenoic acid, 3- ( [ (1, 1-dimethylethoxy) carbonyl] amino] -2-hydroxy-5- 
methyl-, (2aR, 4S, 4aS, 6R, 9S, Us, 125, 12aR, 12bS) -12b- (acetyloxy) -12- 
(benzoyloxy) -6- [ ( (dimethylaraino) carbonylj oxy] - 

2a, 3, 4. 4a, 5, 6, 9, 10, 11, 12, 12a, 12b-dodecahydro-4 , ll-dihydroKy-4a, 8, 13, 13- 
tetramethyl-5-oKo-7, ll-methano-lH-cyclodeca(3, 4]benz [1, 2-b] oxet-9-yl 
ester, (2R,3S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (-). 
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RN 178250-29-9 CAPLUS 

CN Hexanoic acid, 3- [[( 1, 1-dimethylethoxy) carbonyl) amino] -2-hydroxy-5-methyl- 
, (2aR, 43, 4aS, 6R, 9S, llS, 12S, 12aR, 12bS) -12b- (acetyloxy) -12- (benzoyloxy) -6- 
[ [ (dimethylamino) carbonyl] oxy] -2a, 3,4,4a, 5,6, 9, 10,11, 12, 12a, 12b- 
dodecahydro-4, ll-dihydroxy-4a, 8, 13, 13-tetramcthyl-5-oxo-7, 11-methano-lH- 
cyclodeca[3,4]benz[l,2-b]oxet-9-yl ester, (2R,3S>- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (-) . 




TW 181706-26-3 CAPLUS 

CN 4-Hexenoic acid, 3- ([ (1, 1-dimethylethoxy) carbonyl] amino] -2-hydroKy-5- 
methyl-, (2aR, 4S, 4aS,6R, 9S,11S, 12S, 12aR, 12bS) -12b- (acetyloxy) -12- 
(benzoyloxy) -6- [ [ (diethylamino) carbonyl] oxy] -2a, 3, 4, 4a, 5,6, 9, 10, 11, 12, 12a, 
. 12b-dodecahydro-4, ll-dihydroxy-4a, 8,13, 13-tetramethyl-5-oxo-7, 11-methano- 
lH-cyclodeca{3,4]benz[l,2-b]oxet-9-yl ester, (2R,3S)- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 
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RN IB 1706-27-4 CAPLUS 

CN 4-Kexenoic acid, 3- [ [ (1, 1-dlmethylethoxy) carbonyl] amino] -2-hydroxy-5- 
methyl-, (2aR, 45, 4aS, 6R, 95, IIS, 12S, 12aR, 12bS) -12b- (acetyloxy) -12- 
(benzoyloxy) -2a, 3,4,4a, 5, 6, 9, 10,11, 12, 12a, 12b-dodecahydro-4, 11-dibydroxy- 
4a, 8, 13, 13-tetramethyl-6- [ ( (iiethylamino) carbonyl] oxyj -5-oxo-7, 11-methano- 
lH-cyclodeca{3,4]benz(l,2-b]oxet-9-yl ester, (2R,3S)- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 
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RN 181706-29-6 CAPLUS 

CN 4-Hexenoic acid, 3- [[ (1, 1-dimethylethoxy) carbonyl] amino] -Z-hydroxy-S- 

matbyl-, 12b- (acetyloxy) -12- (benzoyloxy) -2a, 3, 4, 4a, 5, 6, 9, 10, 11, 12, 12a, 12b- 

dodecahydro-4, ll-dihydroxy-4a, 8, 13, 13-tetramethyl-5-oxo-6- 

(I (propylamine) carbonyl] oxy] -7, ll-methano-lH-cyclodeca[3,4]benz[l, 2-b]oxet- 

9-yl ester, t2aB-t2adi,4p,4ap, 6p, 9<»(2R*,3S*) , 11. 

alpha., 12a, 12aK,12ba]]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 181706-28-5 CAPLUS 

CN 4-Hexenoic acid, 3- ({ (1, 1-dimethylethoxy) carbonyl] amino] -2 -hydroxy-5- 
methyl-, (2aR, 4S, 4aS, 6R, 9S, IIS, 12S, 12aR, 12bS) -12b- (acetyloxy) -12- 
(benzoyloxy) -6- [ [ (ethylaraino) carbonyl] oxy] -2a, 3, 4, 4a, 5, 6, 9, 10,11, 12, 12a, 12 
b-dodecahydro-4, ll-dihydroxy-4a,8, 13, 13-tetramethyl-5-oxo-7, 11-methano-lH- 
cyclodecal3,4]benz[l,2-b]oxet-9-yl ester, (2R,3S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (-) . 



RN 181706-30-9 CAPLUS 

CN 4-Hexenoic acid, 3- ([ (1, 1-dimethylethoxy) carbonyl) amino] -2-hydroxy-5- 
methyl-, (2aR, 4S, 4aS, 6R, 93, lis, 12S, 12aR, 12bS) -12b- (acetyloxy) -12- 
(benzoyloxy) -2a, 3, 4, 4a, 5, 6, 9, 10, 11, 12, 12a, 12b-dodecahydrQ-4, ll-dihydroxy- 
4a, 8 , 13, 13-tetranethyl-6- [ [ I (l-methylethyl) amino] carbonyl] oxy] -5-oxo-7, 11- 
ffletha&o-lH-cyclodeca[3,4]benz[l,2-bloxet-9-yl ester, (2n,3S)- {9CI) " (CA 
INDEX NAME) 

Absolute stereochemistry. 



Page 19 09/21/2004 




UN 181706-31-0 CAPIUS 

CH 4-Hexenoic acid, 3- [ t U. l-dinethyl«thoKy) carhonyl] amino] -2-hydroxy-5- 

methyl-, 12b- (acetyloxy) -12- (benzoyloxy) -2a, 3, 4, 4a, 5, 6, 9, 10,11, 12, IZa, IZb- 
dodecahydro-4, ll-dihydroKy-4a, 8, 13, 13-tetramethyl-5-oxo-6-[ [ (2- 
propenylamino) carbonyl] oxy) -T, ll-niethano-lH-cyclodeca(3,4]benz[l, 2-b]oxet- 
9-yl ester, [2aR-[2aa,4p,4ap,6p,9<x(2R*,35*) . H- 
alpha., 12o,12a«,12ba)]- {SCI) {CA INDEX NAME) 

Absolute stereochemistry. 




RN 181706-34-3 CAPLUS 

CN HeKaaoic acid, 3- [[( 1 , l-dimethylethoxy) carbonyl] amino] -2-hydro3ty-5-methyl- 
, 12b- (acetyloxy) -12- (benzoyloxy) -6- ( t (cyclohexylamino) carhonyl] oxy] - 
2a,3, 4, 4a, 5. 6, 9, 10, 11,12, 12a, 12b-dodecahydro-4, ll-dihydroKy-4a, 8, 13, 13- 
te t r ame thy 1 - 5 - oxo- 7 , 1 1 -me tha no- IH- cycl odeca [ 3 , 4 ] beoz ( 1 , 2 -b] oxe t-9 -yl 
ester, (2aR- (2aa, 4p, 4ap, 6p, 9« (2R* , 3S*) , 11. alpha 
.,12a,12a«,12b«]]- (SCI) (CA INDEX NAME) 

Absolute stereochemistry. 




BN iei706-32-l CAPLUS 

CM 4-HeKenoic acid, 3- [[ (1, l-dimethylethoxy) carbonyl] amino] -2- hydroxy-B- 

methyl-, 12b- (acetyloxy) -12- (benzoyloxy) -6- [ ( (cyclohexylamino) carbonyl) oxy 
] -2a. 3, 4, 4a, 5, 6, 9, 10, 11,12, 12a, 12b-dodecahydro-4, ll-dihydroxy-4a, 8, 13, 13- 
tetramethyl-S-oxo-?, ll-methano-lH-cyclodeca[3,4Jbene(l,2-b] oxet-9-yl 
ester, {2aR-(2a«, 4p, 4ap, 6P, 9o( (2R*, 3S* ), 11. alpha 
.,12<x,12aa,12b«] J- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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1996:394210 CAPLUS 
125:58789 

Taxoid derivatives, their preparation and their use as 
antitumor agents 
Ojima, Iwao 

Research Foundation of State University of New York, 
USA 

PCT Int. Appl., 43 pp. 

CODEN: PIXXD2 

Patent 

English 

5 



PATENT MO. 






KIHD 


DATE 
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WO 9613495 






Al 
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INFO 












US 1994-330956 
WO 1995-OS13S91 




A 19941028 
W 19951027 



HARPAT 125:58789 



R^o, ° or4 




Taxoids I [Rl - alJcyl, alkenyli R2 " branched alkyl» R3, R4 " H, 
protecting group; R5 = H, acyl, a Ikoxyl carbonyl, carbaraoyl; R6 «■ acyl] 
were prepared I are useful as antitumor agents or their precursors. Thus, 
7-triethylsilylbaccatin III was treated with (3R, 4S) -1-tert-butoxycarbonyl- 
3-trii9opropyl9ilyloKy-4- (1-propenyl) azetidinone and deprotected to give 
3'-dephenyl-3*- (l-propenyl) -lO-acetyldocetaxel which had better antitumor 
activity against several cell lines than docetaxel. 
17825D-25-4P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) J RCT (Reactant) ; SPN (Synthetic preparation) ; THU 

{Therapeutic use) r BIOL (Biological study)) PREP (Preparation); RACT 

(Reactaot or reagent) ; USES (Uses) 

(preparation of alkenyldephenyldocetaxels as neoplasm inhibitors) 
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FN 178250-25-4 CAPLUS 

CN 4-Hexenoic acid, 3- ({ (1 , l-dimethylethoxy) carbonyl] anvino] -2-hydroxy-5- 
methyl-, (2aR, 4S, 4aS, 6R, 9S, IIS, 12S, 12aB, 12bS) -12b- (acetyloxy) -12- 
(benzoyloxy) -6-( ( (dime thy land no) carbonyl] oxy] - 

2a, 3, 4, 4a, 5, 6, 9, 10, 11, 12, 12a, 12b-dodecahydro-4, ll-dihydroxy-4a,8, 13, 13- 
1 tetramethyl-5-oxo-7, ll-methano-lH-cyclodeca[3,4]benz(l, 2-b] oxet-9-yl 
ester, (2R,3S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (-) . 




IT X78250-29-8P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPH (Synthetic preparation) ; 'THU (Therapeutic use) ; 
BIOL (Biological study); PREP (Preparation) I USES (Uses) 

(preparation of alkenyldephenyldocetaxels as neoplasm inhibitors) 

RN 178250-29-9 CAPLUS 

CN Hexanoic acid, 3- ([( 1 , 1-dimethylethoxy) carbonyl] amino] -2-hydroxy-5-methyl- 
, (2aR, 4S, 4aS, 6R, 9S, IIS, 12S, 12aR, 12bS) -12b- (acetyloxy) -12- (benzoyloxy) -6- 
( ( (dimethylamino) carbonyl] oxy] -2a, 3, 4, 4a, 5, 6, 9, 10, 11, 12, 12a, 12b- 
dtxJecahydro-4, ll-dihydroxy-4a, 8, 13, 13-tetramethyl-5-oxo-7, 11-methano-lH- 
cyclodeca[3,4]benz[l, 2-b] oxet-9-yl ester, (2R,3S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (-) . 
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CAPLUS COPYRIGHT 2004 ACS on STN 
1995:46562 CAPLUS 
122:56247 

A chemoselactive approach to functionalize the C-10 
position of 1-deacetylbaccatin III. Synthesis and 
biological properties of novel C-10 Taxol analogs 
Kant, Joydeep; O'Keeffe, Wendy S.; Chen, Shu-Hui; 
Farina, Vittorio? Fairchild, Craig; Johnston, Kathy; 
Kadow, John F.; Long, Byron H. ; Vyas, Dolatrai 
Bristol-Myers Squibb Pharm. Res. Inst., Wallingford, 
CT, 06492-7660, USA 

Tetrahedron Letters {1994). 35(31), 5543-6 

CODEN: TELEAYi ISSN: 0040-4039 

Journal 

English 





AB A chemoselective approach to functionalize the C-10 position of 

10-deacetyl baccatin III (I), a key intermediate for the semi -synthesis of 
paclitaxel, is described. The chemical provides an easy access to a variety 
of C-10 hydroxyl derivs., such as, ethers, esters, carbonates, carbamates, 
and sulfonates under mild conditions. The C-10 modified baccatin derivs. 
were further enployed in the synthesis of novel biol. active Taxol 
analogs, e.g. II (Rl - Ac, R2 ■• 0CMe3) . 

IT l«00«4-7d-7r 

RLj BAC (Biological activity or effector, encept adverse) » BSU (Biological 
study, unclassified)* SPN (Synthetic preparation) r TlflJ (Therapeutic use); 
BIOL (Biological study); PREP (Preparation); USES (Uses) 
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(prepn. and neoplasm-inhibiting activity of) 
RN 160064-79-7 CAPLUS 

CN Benzenepropanoic acid, p- (benzoylamino) -a-hydroKy-, 

(2aR, 4S, 4aS, 6R, 9S, IIS, 12S, 12aR, 12bS) -12b- (acetyloxy) 12- (benzoyloxy) -6- 
{ I (dimethylamino) carbonyl] oxy] -2a, 3, 4, 4a, 5, 6, 9, 10, 11,12, 12a, 12b- 
dodecahydro-4, ll-dihydroKy-4a, 9 , 13, 13-tetrainethyl-5-oxo-7, 11-nethano-lH- 
cyclodeca[3,4]benz[l,2-b]oxet-9-yl ester, {aR,pS)- (SCI) (CA 
INDEX NAME) 

Absolute stereochemistry. 
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1993:409005 CAPLUS 
119:9005 

Preparation of 0-carbaraoyl taxol analogs as neoplasm 
inhibi tors 

Bourzat, Jean Dominique; Conunercon, Alalni Guenard, 

Daniel; Gueritte-Voegelein, Francoise; Potier, Pierre 

Rhone-Poulenc Korer SA, Fr. 

Eur. Pat. Appl., 10 pp. 
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MARPAT 119:9005 
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19920714 
19920716 



19920716 
19920716 
19920716 

IE 

19920716 
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ORl 




AB Title compds. (I; A - aryl; R - alkoxy, Ph, N-containing heterocyclyl, etc.; 
Rl, R2 - H, CONR3R4J R3, R4 - H, (substituted) alkylj were prepared Thus, I 
(A - Ph, R » 0CMe3) (II; Rl - R2 - C02CH2CC13) was condensed with 
H2H(CH2)3NHe2 and the product treated with Zn in HOAc-HeQH to give II [Rl 
- C0NH(CH2)3NMe2, R2 - H] . I were active agaiiwt melanoma B16 in mice at 
1-10 mg/kg i.p. 

IT 147375-23-3P 147375-2S-6P 147375--20-6P 

RL; RCT (Reactant) ; SPN (Synthetic preparation) i PREP (Preparation) ; RACT 
(Reactant or reagent) 

(preparation and reaction of, in preparation of neoplasm inhibitors) 

RN 147375-23-3 CAPLUS 
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CN Benzenepropanoic acid, p- [[ (1, 1-dimethylethoxy) carbonyl] amino] - 
a-hydroKy-, 12b- (acetyloKy) -12- (benzoyl oxy) -6-[(( [3- 

(dimethylamino) propyl] amino] carbonyl) oxy] -2a, 3, 4 , 4a, 5, 6, 9, 10, 11, 12, 12a, 12b- 
dodecaJiydro-ll-hyclroxy-4a,8,13,13-tetramethyl-S-oxo-4-[ [ (2,2,2- 
trichloroethoHy) carbonyl] oxy] -7, ll-inethano-lH-cyclodaca[3, 4]benzIl,2- 
b]oxet-9-yl ester, [23R-[2a<x, 4p, 4aP, 6p, 9a(.alph 
a.ll*,pS*),ll«,12a,12aa,12b«]J- (SCI) (OA 
INDEX MAHG) 




Ph 



RN 147375-26-6 CAPLUS 

CN Benzenepropanoic acid, p- (( (1, 1-dimethylethoxy) carbonyl) amino] - 
a-hydroxy-, 12b- (acetyloxy) -12- (benzoyloxy) - 

2a, 3, 4, 4a, 5, 6,9, 10, 11, 12, 12a, 12b-dQdecahydro-ll-hydroxy-4a, 8 , 13, 13- 

tetramethyl-5-oxo-6- ( ( ( 13- (4-methyl- 1-piperazi nyl ) propyl] amino] carbonyl] ok 

yj -4- [ [ (2,2, 2-trichloroetho}ty) carbonyl] oxy] -7, 1 1 -methane- IH- 

cyclodeca[3,4]benz[l,2-b)oKot-9-yl ester, [2aR- 

[2aa, 4aP, 6p, 9a («R*, pS*} » 11« 

, 12ot, 12aoL, 12ba] ] - (9CI) (CA INDEX NAME) 
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PAGE 1-A 

He 
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I , 




2-A 



RN 147375 29-8 CAPLUS 

CN Benzenepropanoic acid, p-[ [ (1, l-dimethylethoxy) carbonyl] amino] - 
a-hydroxy-, 12b- (acetyloxy) -12- (benzoyl oxy) - 

2a, 3, 4, 4a, 5,6, 9, 10, 11, 12, 12a, 12b-dodecahydro-ll-hydroKy-4a, «, 13, 13- 
tetrainethyl-6-( [ ( [3- (4-morpholinyl) propyl] amino] carbonyl] oxy] -S-oxo-4- 
[ [ {2, 2, 2-trichloroethoicy) carbonyl] oxy] -7, 11-methano-lH- 
cyclod6ea[3,41benz[l,2-b]oxet-9-yl ester, I2aR- 
[2aa,4p,4aP,6p, 9a(<iiR*,p$*) , 11« 
,12«,12a«,12bo]]- (9CI) (CA INDEX NAME) 
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PAGE 1-A 




PAGE 2-A 



j OAc 
Ph 



IT 14735fl-36-2P 147359-37-3P 14735B-39-5P 
1473S9-40-8P 147359-41-9P 14T375-30-2P 
147510-99-4P L47S11-O0-OP 147511-02-2P 
147$ll-03'ap 147511-04-4P 

RL: BAC (Biological activity or effector, except adverse)! BSU (Biological 
study, unclassified); SPN (Synthetic preparation) I THU (Therapeutic use) > 
BIOL (Biological study); PREP (Preparation); USES (Uses) 
(preparation of, as neoplasm inhibitor) 
RN 147359-36-2 CAPLUS 

CN Benzenepropanoic acid, p-[ ( (1, 1-dimethylethoxy) carbonyl] amino] - 
a-hydroxy-, 12b- (acetyloxy) -12- (benzoyloxy) -6- f ( [ [3- 

(dimethylami no) propyl] amino) carbonyl] OKy) -2a, 3, 4, 4a, 5,6,9, 10, 11, 12, 12a, 12b- 

dodecahydrQ-4, 1 l-dihydroxy-4a, 8, 13, 13-tetramethyl-5-oxo-7, ll-mothano-lH- 

cyclodeca[3, 41ben2[l, 2-b]oxet-9-yl ester, fflonohydrochloride, 

[ 2aR- [2aa, 4p, 4 ap, 6p, 9a (oR* , pS * ) , 1 1 . a 

Ipha. , 12«, 12aat, 12b«] ] - (9CI) (CA INDEX NAHE) 
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• HOI 

RN 147359-37-3 CAPLUS 

CN Benzenepropanoic acid, p- ([ (1, 1-dimethylethoxy) carbonyl] amino] - 
o-hydroxy-, 12b- (acetyloxy) -12- (benzoyloxy) - 

2a, 3, 4, 4a, 5, 6, 9, 10, 11, 12, 12a, 12b-dodecahydro-4, ll-dihydroxy-4a, 8, 13, 13- 
tetramethyl-6- [ [ ( (3- (4-methyl-l-piperazinyl)propyl] amino] carbonyl] oxy] -5- 
oxo-7, ll-methano-lK-cyclod6ca[3, 4]benz{l,2-b]oxet-9-yl ester, 
dihydrochlorido, [2aR- [2aa, 4p, 4ap, 6P, 9a (« 
R*,PS*),11«, 12a,12a«,12b«]]- (SCI) (CA INDEX 
NAHE) 

PAGE 1-A 

He 

6 

I 

(CH2)3 



NH 

I 
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PAGE 2-A 

|\ II 
He 

j OAc 



• 2 HCl 



RN 147359-39-5 CAPLUS 

CN Benzenepropanoic acid, p- [( (1, 1- dime thy lethoxy) carbonyl J amino] - 
of-hydroxy-, 12b- (acetyloKy) -12- (benzoyloxy) -4,6-bi3[[[ [3- 

(dimQthylamino) propyl] amino] carbonyl] oxy] -2a, 3,4,4a, 5, 6, 9, 10, 11, 12, 12a, 12b- 
dodecahydro-H-hydro}fy-4a, 8, 13, 13-tetram6thyl-5-oxo-7, 11-inethano-lH- 
cyclodeca[3, 4]ben2[l, 2-b] OKet-9-yl ester, dihydrochloride, 
[2aR- [2ao(, 43, 4ap, 6p, 9a {aR* , pS* ) » H • a 
lpha.,12a,12aa,12b<(]]- (9CI) <CA INDEX NAME) 




• 2 HCl 



RK 147359-40-8 CAPLUS 

CM Benzenepropanoic acid, p- [[ (1 , 1-dimethylethoxy) carbonyl] amino] - 
a-hydroxy-, 12b- (acetyloxy) -12- (benzoyloxy) ~ 

2a, 3, 4, 4a, 5, 6, 9, 10, 11, 12, 12a, 12b-dodecahydro-ll-hydroicy-4a, 8, 13, 13- 
tetrajnethyI-4, 6-bi9U [(3- (i -methyl-l-pipersziTiyl) propyl] amiDo} carbonyl] oxy 
] -5-OKo-7,ll-metliano-lH-cyclodeca(3,4]ben2[l,2-b] oxet-9-yl ester, 
tetrahydrochloride, [2aR- t2a«, 4p, 4ap, 6p, 9« ( . alp 
ha.R*,3S*),ll«,lZ«,12a«,12b«]l- (9ci) (CA 
INDEK HMSi 
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• 4 HCl 



BH 147359-41-9 CAPLUS 

CH Benzenepropanoic acid, p- [[ (1, 1-dimethylethoxy) carbonyl] amino] - 
«-hydroxy-, 12b- (acetyloxy) -12- (benzoyloxy) - 

2a, 3, 4 , 4a, 5, 6, 9, 10, 11. 12, 12a, 12b-dodecahydro-ll-hydroKy-4a, 8, 13, 13- 
tetramethyl-4,6 bi3[ [ [ [3- (4 -morpholinyl) propyl] and. no] carbonyl] oxy]- 5-oxo- 
7, ll-methano-lH-cyclodeca(3, 4]benzll, 2-b] oxet-9-yi ester, dihydrochloride, 
I 2aR- ( 2aa, 4p, 4ap, 6p, 9a («R* , ps* ) , 11 . a 
Ipha. , 12a, 12a«, 12baJ I - <9CI) (CA INDEX 2«ANE) 
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0 Ph OH 0 
II 1 I 11 

t-BuO- C- NH- CH- CH- C- > 
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0 Ph OH 0 

I I II 



t-BuO- C-NH- CH- CH- C- 0 




PASS 2-A 

I ' 

I OAc 
Ph 



RH 

• 2 HCl ™ 



BN 14737S-30-2 CAPLUS 

CN Benzenepropanoic acid, p-[ [ (1,1 -dlmethylethoxy) carbonyl] amino] - 
tt-hydroxy-, 12b- (acetyloxy) -12- (benzoyloxy) - 

2a. 3, 4 , 4a, 5, 6, 9, 10, 11 , 12, 12a. 12b-dodecahydro-4, ll-dihydroicy-4a, 8, 13, 13- 

tetramethyl-6-[ [ [ [3- (4 -morpholinyl) propyl] amino] carbonyl] oxy] -5-oxo-7, 1 1- 
methano-lH-cyclodecaI3, 4] benzfl, 2~bj oKet-9-yl ester, [2aR- 
[2ao(, 4P, 4ap, 6p, 9<x (aR* , pS* ) . 1 1« 
,12«,12aa,12b«]]- (9CI) (CA INDEX NAME) 
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I OAc 
Ph 

147510-99-4 CAPLUS 

Benzenepropanoic acid, p- [[ (1, 1-diitiethylethoxy) carbonyl] amino] - 
«-hydroxy-, 12b- (acetyloxy) -12- (benzoyloxy) -6- [([ [3- 

(dimethylamino) propyl] amino] carbonyl] oxy] -2a, 3, 4; 4a, 5, 6, 9, 10, 11, 12, 12a, 12b- 
dode ca hyd ro-4,ll-dx hyd r oxy- 4a,8,13,13-tetrame thyl -5-oko-7, 1 1-me thano- IH- 
cyclodeca[3, 4]benz[l, 2-b] oxet-9-yl ester, (2aR- 
12a«,4p.4aP, 6p, 9«f («R* , pS*) , 11a 
,12c(,12aa,12ba]]- (9CI) (CA INDEX NAME) 
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Me2N- (CH2)3-NH-C-0 



O Ph OH 0 

II I I li 

t-BuO - C- NH- CH- CH- C- 0 




147511-00-0 CAPLUS 

Benzenepropanoic acid, p- [ ( (1, l-dimethylathoKy) carbonyl)aniinol - 
a-hydroKy-, 12b- (acetyloxy) -12- (benzoyloxy) - 

2a, 3, 4, 4a, 6, 9, 10, 11, 12, 12a, 12b-dodecahydro-4, ll-dihydroxy-4a, 8, 13, 13- 

tetramethyl-6-[[ [{3-(4-niethyl-l-piperazin.yl>propyl) amino] carbonyljoxy] -5- 

oKo-7, 11 -methano-lH-cyclodeca (3,4} benz [ 1 , 2-bJ oxet-9-yl ester, 

(2aR- I2aa, 4p, 4ap, 6p, 9a (aR* , pS*) , H ■ a 

Ipha . , 12«, 12a«, 12ba) ] - (9CI ) (CA INDEX NAME) 



0 Ph OH 0 

II I I II 

t-BuO - C-MH- CK- CH- C- ' 
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rr 

Me 



Fh 



147511-02-2 CAPLUS 

Benzenepropanoic acid, p-[ [ (1, l-dimetbylethony) carbonyljamno] - 
«-hydroKy-, 12b- (acetyloxy) -12- (benzoyloxy) -4, 6-bi3{ [[ [3- 

(dimethylamino) propyl] aniino] carbonyl] oKy] -2a, 3, 4, 4a, 5,6,9, 10, 11,12, 12a, 12b- 
dodecahydro-ll-hydroxy-4a, 8, 13, 13-tetramethyl-5-OKO-7, 11-methano-lH- 
cyclodeca[3,4]benz[l,2-b]oKet-9-yl ester, I2aR- 
{ 2aa, 4 P, 4 ap, 6p, 9a (otR* , pS * ) » 1 1« 
,12«,12a«,12b«ll- (9CI) {CA INDEX NAME) 



He 0 

Me2N- (CH2)3-NH-C-0 0 | o- c- UH- (CH2) 3-NHe2 



O Ph OH 0 
II I I II 

t-BuO- C-NH- CH- CH- C- 0- 




147511-03-3 CAPLUS 

Benzenepropanoic acid, p- [ [ (1, 1-dimethylethoxy) carbonyl] amino] - 
a-hydroxy-, 12b- (acetylowy) -12- (benzoyloxy) - 

2a, 3,4,4a, 5, 6, 9, 10, 11, 12, 12a, 12b-dodecahydro-ll-hy(lroxy-4a, 8, 13, 13- 

tetramethyl-4, 6-bi3 [ [ [ [3- (4-methyl-l-piperaKinyl) propyl] amino] carbonyl] oxy 

] -5-OK0-7, ll-methano-lH-cyclodeca[3, 4]benz[l,2-b] oxBt-9-yl ester, 

[ 2aR- ( 2aa, 4p, 4ap, 6P, 9a (aR* , pS* ) , 11 , a 

Ipha. , 12«, 12aa, I2b«j J - (9CI) (CA INDEX NAME) 
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I I 
OAc 



BN 147511-04-4 CAPLUS 

CN Benzenepropanoic acid, p- (( (1, 1-dimethylethoxy) carbonyl] amino] - 
a-hydroKy-, 12b- (acetyloity) -12- (benzoyl oxy) - 

2a, 3, 4,4a, 5, 6,9, 10, 11, 12, 12a, 12b-dodecahydro-ll-hydroHy-4a, 6, 13, 13- 
tetramethyl-4,6-bi3([ [ [3- (4-morpholinyl) propyl] amino] carbonyl] oxy] -5-OKO- 
7, ll-methano-lH-cyclodeca[3,4]benz[l,2-b]oxet-9-yl eater, 
(2aR- [2aa, 4p, 4ap, 6p, 9« («R*, pS*) , 11 . a 
lpha.,12«,12aa,12ba]]- (9CI) (CA INDEX NAME) 
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=> s us6706708/pn 

L6 1 US6706708/PN 

=> select 16 

ENTER ANSWER NUMBER OR RANGE (1-) :1 
ENTER DISPLAY CODE (TI) OR ? : rn 
El THROUGH E2 ASSIGNED 

=> fil reg 

COST IN U.S. DOLLARS 

FULL ESTIMATED COST 



SINCE FILE TOTAL 
ENTRY SESSION 
97.18 257.24 



DISCOUNT AMOUNTS (FOR QUALIFYING ACCOUNTS) SINCE FILE TOTAL 

ENTRY SESSION 

CA SUBSCRIBER PRICE -13.30 -13.30 

FILE 'REGISTRY' ENTERED AT 10:46:29 ON 21 SEP 2004 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2004 American Chemical Society (ACS) 

Property values tagged with IC are from the ZIC/VINITI data file 
provided by InfoChem. 

STRUCTURE FILE UPDATES: 20 SEP 2004 HIGHEST RN 748739-98-2 
DICTIONARY FILE UPDATES: 20 SEP 2004 HIGHEST RN 748739-98-2 

TSCA INFORMATION NOW CURRENT THROUGH MAY 21, 2004 

Please note that search-term pricing does apply when 
conducting SmartSELECT searches. 

Crossover limits have been increased. See HELP CROSSOVER for details. 

Experimental and calculated property data are now available. For more 
information enter HELP PROP at an arrow prompt in the file or refer 
to the file summary sheet on the web at: 
http : //www. cas . org/ONLINE/DBSS/registryss . html 

=> s el-e2 

1 341498-08-6/BI 

(341498-08-6/RN) 
1 62683-29-8/BI 

{62683-29-8/RN) 
L7 2 (341498-08-6/BI OR 62683-29-8/BI) 

=> d 17 1-2 



Page 25 09/21/2004 



HF 



ANSWER 1 OF 2 REGISTRY COPYRIGHT 2004 ACS on STN 
341498-08-6 REGISTRY 

2,5-Pyrrolidinedione, 1- [ [l-oxo-4- (2'pyridinyldithio)pentylloxy] - (SCI) 

(CA INDEX NAME) 

3D CONCORD 

C14 HI 6 N2 04 S2 



SR CA 

LC STN Files J- CA, CAPLUS, CASREACT, TOXCENTER, USPAT2, USPATFULL 
DT.CA CAplus document type; Journal; Patent 

RL.P Roles from patents: PREP (Preparation) » RACT (Reactant or reagent) 
BL.NF Roles fron non-patents: RACT (Reactant or reagent) 



S— S— Of- CH2— CH2- C- O 



**PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT* 



4 REFERENCES IN FILE CA (1907 TO DATE) 

4 REFERENCES IN FILE CAPLUS (1907 TO DATE) 



L7 ANSWER 2 OF 2 REGISTRY COPYRIGHT 2004 ACS on STN 
RN 82683-29-8 REGISTRY 

CN Colony-Stimulating factor (9CI) (CA INDEX NAME) 
OTHER NAMES: 

CN Colony formation stimulating factor 
CN Colony stimulating activity 
CN Colony-stimulating glycoproteins 
CN CSF 

CN CSF (hormone) 

CN Neutrophil allcaline phosphatase -inducing factor 
MF Unspecified 
CI MAN 

LC STN Files: ADISINSIGHT, ADISNEWS. AGRICOLA, ANABSTR, BIOBUSINESS, 

BIOSIS, BIOTECHNO, CA, CAPLUS, CBNB, CEN, CHEMCATS, CIN, CSCHEM, DOFU, 
DRUGU, EMBASE, IFICDB, IFIPAT, IFIUDB, IPA, PHAR, PROMT, PROUSDDR, 
TOXCENTER, USPAT2, USPATFULL 

DT.CA CAplus document type: Book; Conference; Dissertation; Journal; Patent; 
Report 

RL.P Roles from patents: ANSI (Analytical study); BIOL (Biological study); 

FORM (Formation, nonpreparative) ; MSC (Miscellaneous); OCCU 

(Occurrence); PREP (Preparation); PROC (Process); PBP (Properties); RACT 

(Reactant or reagent); USES (Uses) 
RLD.P Roles for non-specific derivatives from patents: ANST (Analytical 

study); BIOL (Biological study); PREP (Preparation); PROC (Process); PRP 

(Properties); RACT (Reactant or reagent); USES (Uses) 
RL.NP Roles from non-patents: ANST (Analytical study); BIOL (Biological 

study); FORM (Formation, nonpreparative); OCCU (Occurrence); PREP 

(Preparation) 7 PROC (Process); PBP (Properties)! RACT (Reactant or 

reagent) ; USES (Uses) 
RLD.NP Roles for non-specific derivatives from non-patents: BIOL (Biological 

study) ; PREP (Preparation) * 

*** STRUCTURE DIAGRAM IS NOT AVAILABLE *** 

2226 REFERENCES IN FILE CA (1907 TO DATE) 

55 REFERENCES TO NON-SPECIFIC DERIVATIVES IN FILE CA 
2226 REFERENCES IN FILE CAPLUS (1907 TO DATE) 
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=> s us6340701/pn 

L8 0 US6340701/PN 

=> fil caplus 

COST IN U.S. DOLLARS 

FULL ESTIMATED COST 

DISCOUNT AMOUNTS (FOR QUALIFYING ACCOUNTS) 

OA SUBSCRIBER PRICE 



SINCE FILE 
ENTRY 
8.39 

SINCE FILE 
■ ENTRY 
0.00 



TOTAL 
SESSION 
265.63 

TOTAL 
SESSION 
-13,30 



FILE » CAPLUS* ENTERED AT 10:47:21 ON 21 SEP 2004 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 
COPYRIGHT (C) 2004 AMERICAN CHEMICAL SOCIETY (ACS) 



Copyright of the articles to which records in this database refer is 
held by the publishers listed in the PUBLISHER (PB) field (available 
for records published or updated in Chemical Abstracts after December 
26, 1996), unless otherwise indicated in the original publications. 
The CA Lexicon is the copyrighted intellectual property of the 
American Chemical Society and is provided to assist you in searching 
databases on STN. Any dissemination, distribution, copying, or storing 
of this information, without the prior written consent of CAS, is 
strictly prohibited. 

FILE COVERS 1907 - 21 Sep 2004 VOL 141 ISS 13 
FILE LAST UPDATED: 20 Sep 2004 (20040920/ED) 

This file contains CAS Registry Numbers for easy and accurate 
substance identification. 



=> s us6340701/pn 

L9 1 US6340701/PN 

=> d 19 
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L9 ANSWER 1 OF 1 CAPLUS COPYRIGHT 2004 ACS on STH 

AN 2001:396857 CAPLUS 
OH 135:492 

TI Cytotoxic agents comprising taxanes conjugated to cell^biiuling agents, and 

their therapeutic use 
IN Chari, Ravi V.» Blattler, Walter A. 
FA Immunogen, Inc., USA 
SO PCT Int. Appl., 65 pp. 

CODEN: PIXXD2 
DT Patent 
LA English 
FAN.CNT 1 

PATENT WO. KIND DATE APPLICATION NO. DATE 



PI wo 


2001038318 
W: AU, CA, 


JP, 


Al 

NZ 


20010531 


WO 


2000- 


-US30149 


20001121 




RW: AT, BE, 


CH, 


CY, 


DE, DK, ES, 


FI, FR, GB, 


, GR, IE, IT, 


LU, MC, NL, 




PT, SE, 


TR 














EP 


1242401 




Al 


20020925 


EP 


2000- 


-982077 


20001121 




R: AT, BE, 


CH, 


DE, 


DK, ES, FR, 


GB, GR, IT, 


, LI, LU, NL. 


SE, MC, PT, 




IE, FI, 


CY, 


TR 












JP 


2003SU903 




T2 


20030422 


JP 


2001- 


-540081 


20001121 


AU 


765598 




B2 


20030925 


AU 


2001- 


-19149 


20001121 


NZ 


517772 




A 


20040326 


NZ 


2000- 


-517772 


20001121 


US 


6340701 




Bl 


20020122 


US 


2000- 


•717026 


20001122 <— 


US 


2002013485 




Al 


20020131 


US 


2001- 


-933018 


20010821 


us 


6372736 




B2 


20020416 










us 


2002086897 




Al 


20020704 


US 


2002- 


-59022 


20020130 


us 


6436931 




B2 


20020820 










us 


2003004210 




Al 


20030102 


US 


2002- 


•207814 


20020731 


us 


6706708 




B2 


20040316 










us 


2004087649 




Al 


20040506 


US 


2003- 


-684746 


20031015 


PRAI US 


1999-167226? 




P 


19991124 










WO 


2000-US30149 




W 


20001121 










us 


2000-717026 




A3 


20001122 










us 


2001-933018 




A3 


20010821 










us 


2002-59022 




A3 


20020130 










us 


2002-207B14 




A3 


20020731 











OS MABPAT 135:492 

RE.CNT 9 THERE ARE 9 CITED REFERENCES AVAILABLE FOR THIS RECORD 

ALL CITATIONS AVAILABLE IN THE RE FORMAT 
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=> select 19\ 

L9\ IS NOT A VALID L-NUMBER 

The L-number entered is not in the range of valid L-numbers . 

=> select 19 

ENTER ANSWER NUMBER OR RANGE (1-) :1 
ENTER DISPLAY CODE (TI) OR ? : rn 
E3 THROUGH E4 ASSIGNED 



=> fil caplus 

COST IN U.S. DOLLARS 

FULL ESTIMATED COST 

DISCOUNT AMOUNTS (FOR QUALIFYING ACCOUNTS) 
CA SUBSCRIBER PRICE 



SINCE FILE 
ENTRY 
3.40 

SINCE FILE 
ENTRY 
0.00 



FILE 'CAPLUS* ENTERED AT 10:48:01 ON 21 SEP 2004 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2004 AMERICAN CHEMIC7VL SOCIETY (ACS) 



TOTAL 
SESSION 
.269.03 

TOTAL 
SESSION 
-13.30 



Copyright of the articles to which records in this database refer is 
held by the publishers listed in the PUBLISHER (PB) field (available 
for records published or updated in Chemical Abstracts after December 
26, 1996)^ unless otherwise indicated in the original publications. 
The CA Lexicon ^is the copyrighted intellectual property of the 
American Chemical Society and is ' provided to assist you in searching 
databases on STN. Any dissemination, distribution, copying, or storing 
of this information, without the prior written consent of CAS, is 
strictly prohibited. 

FILE COVERS 1907 - 21 Sep 2004 VOL 141 ISS 13 
FILE LAST UPDATED: 20 Sep 2004 (20040920/ED) 

This file contains CAS Registry Numbers for easy and accurate 
substance identification. 



=> s e3 

LIO 4 341498-08-6/BI 

=> s e4 

Lll 2226 62683-29-8/BI 

J 

=> d 110 1-4 
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AN 2003:551336 CAPLUS 
DN 139:106431 

TI Methods for preparing iinmunoconjugatas 

IN Maazola, Gergory L.» Vang, William K.> Zapata, Gerardo A. 
PA Smithkline Beecham Corporation, USA 
SO PCT Int. .f^pl., 18 pp. 

CODEN: 7IXXD2 
DT Patent 
LA English 
FAN.CNT 1 

PATENT NO. KIND DATE APPLICATION NO. 



DATE 



PI WD 2003057163 
WO 2003057163 

W: AE, AG, AX-, 
CO, OR, CU, 
GM, HR, HU, 
LS, LT, LU, 
PL, PT, RO, 
UG, US, UZ, 
RV: GH, GH, KE, 
CH, CY, CZ, 
NL, PT, SE, 
ML, HR, NE, 
PRAI US 2002-34 5305P 



A2 
A3 



20030717 WO 2003-US205 20030102 
20030916 

AU, AZ, BA, BB, BG, BR, BY, BZ, CA, CH, CN, 

DK, DM, D2, EC, EE, ES, FI, GB, GD, GE, GH, 

IN, IS, JP, KE, KG, KP, KR, KZ, LC, LK, LB, 

HD, MG, MK, MN, Mff, MX, MZ, NO, NZ, OM, PH, 

SE, SG, SK, SL, TJ, TM, IN, TR, TT, TZ, UA, 

AZ, BY, KG, K2, MD, RU, TJ, 

M2, SD, SL, SZ, TZ, UG, ZH, ZW, AT, BE, BG, 

:, EE, ES, FI, FR, GB, GR, HU, IE, IT, LU, HC, 

:, TR, BF, BJ, CF, CG, CI, CM, GA, OT, GQ, GW, 
I, TG 
20020103 



AM, AT, 

CZ, DE, 
ID, IL, 
LV, MA, 
RU, SD, 

VN, YU, ZA, ZM, ZW, AM, 
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AN 2002:880426 CAPLUS 
DN 138:100513 

TI Tumor-Specific Novel Taxoid-Monoclonal Antibody Conjugates 

AU Ojima, Iwaoj Geng, Xudong* Wu, Xinyuan; Qu, Chuaniclngj Borella, 

Christopher P.I Xie, Hongaheng; Wilhelm, Sharon D.; Leece, Barbara A.» 

Bartle, Laura M.; Goldraacher, Victor S.; Chari, Ravi V. J. 
CS Department of Chemiatry. State University of New York at Stony Brook, 

Stony Brook, NY, 11794-3400, USA 
SO Journal of Medicinal Chemistry (2002), 45(26), 5620-5623 

CODEN: JMCMARi ISSN: 0022-2623 
PB American Chemical Society 
DT Journal 
LA English 

RE.CNT 34 THERE ARE 34 CITED REFERENCES AVAILABLE FOR THIS RECORD 
ALL CITATIONS AVAILABLE IN THE RE FORMAT 
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TI Process for preparation of cytotoxic conjugates of maytansinoids and cell 

binding agents 
IN Chari, Ravi V. J. j Widdison, Wayne C. 
PA Immunogen, Inc., USA 
SO U.S., 17 pp. 
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DT Patent 
LA English 
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PATENT NO. KIND DATE APPLICATION NO. DATE 
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Al 
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